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(57) Abstract: Compounds of the general formula (T) or 
Y>s^ Q ^'^^ thereof; and pesticides and herbicides, containing 

^= ^1 compounds as the active ingredient wherein Ra 

^= li 7^ (') hydrogen, cyano, or the like; X is hydrogen, Ci^ 

Ra'' ^^'^ Y is O or S; Z^ and Z^ are each 

I independently N or CRb, wherein Rb is hydrogen, 

^ halogeno, or the like, with the proviso that when is 

^= N, Z^ is CRa, while when Z^ is CRa, is N; and Q is a 

group of the general formula (i), (ii), (iii), (iv) or the like 
[wherein R} and R^ are each independently hydrogen 
or halogeno; R^ is hydrogen, halogeno, or the like; R* 
is hydrogen, halogeno, or the like; R^ is hydrogen, 
halogeno, or the like; R* and R'' are each independently 
hydrogen, halogeno, or the like; and R' and R' are each 
independently hydrogen, Ci^ alkyl, or the like]. 
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, C ■- C .T;i^=i vc >- c .t;i^^;vS. c ■ - c . t;i/^;v-9=-:^ C i- C 4 t^v 
C 1- C w^•^T ;v^;v*. C i- C 4T;^^;^x;v:a-^r-;vs, (C1-C4 

a^v^N C >- C ^^'^ D T^l'S * ->^N C 1- C 4T;V'^;Vf-:^-36, Ci-C4T;l' 
T5/^s C 1- C 4T;«'^;W7 ? y ^> ttzU (C.-C4T 
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^mm4-im-f t§l±ZM±CRb*^L. Z'**CRb 4r^-t t % Z Mi^^ 

R b {±7j<^]IT-> ^^D'^^>)!^^^^ c 1- C4T;1'='^->^, C .- c 4^m3 t;1'3 

R ' is i 0^ R * t± n -PttJffi jI L r {± M 1 3t y > US ^ ^ L > 

C .- C ;i/^;vS> C 1- C 4T;i'3 ^->S. c i - C n r C- 
C4>'^^T;^=Ii^->a, C i - C 4 T ^ ;V"9^ ^ C 1 - C 4 T Pl'-^ JV;^ -'V'^ 

Ci-C4T;l':3ilrvCi-C4T;U^;l'^> C.-C4T;l'=i^vCi-C<T;i' 

3^v36. C 2- C iT;v-^-;i'*> c 2- C «T b U > ■g^ ;i/ U Ji' ^ 

^-iU'SI. Ci-C4T;i/^;vr5>/^> (Ci-C4T;v^;v) 2T5>'&s ^Ift 

gjfe 7 ^ - ^l/;^ ^i' s}^-=^ -'I'*, gjfe 7 ^ - - L - O , 
7i-;v-L-NH, gsi^i-piz-L- s ^^fic .-C4 T ;v ^ ;i/ O C (O 

) - L - 0 =£rg L> 

^^l'^, - b n^, K7 1, 3->^:t^V7>-2 

--Y/W*, 1, 3 - i^:i-^'9- > - 2 - C ■ - C »T ;v ^ ^l^^s Cs-CsS^ 
n T JV-S^ C 2- C 8T;v-Jr — C «- C sT;!^^ — ^l'*, Ci-C»/Nn 
t;!/^;^^. C3-C8/>n4''y ->:i^ ^T;^^;^*^ C 2- C 8/^^ t;1'^-;1'S. 

C 2- C 8>'m:3 7;l'^-;«'S, (C >- C eT/l'^^V) :A )l^^=.)l^m. (Cl-C6/^ 
DTA'^-'W) R*'»0> R'«-L-0. R^C (O) -L-0, 5 

-hU7;V:tn^^;l'-3-^un-2-Vi'Jv;l'*^->^. 5 - 
^ 2 - tfi; v;v:J-^ 2 - i^' >; 5 i^-^^^ ^ 2-tfVv;v:t^ 
V*. 4 - ;i^*^->^, 5 - n D - 2 - tf v^;^:^-^->S^ 6-hV7 

n^:i-U;H^)V-2 - V y ;i/ ^ ^ S> 3 - b >; 7 :t n ;>i ;l/ - 2 - U -'l' 
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t^'y^. R^'S. R'^NH. R^'OC (O) s R^'R'^NC (0) , R^^SO 
,NHC (O) , R"OC (O) -L. R"R"NC (0) -L, R C (0) 
. R'o-L^ R^'OC (O) -L-0, R''R'*NC (0) -L-0> R»'OC 

(0) _L-NH. R^R'^NC (O) -L-NH, R^'C (O) -L-NH. 
R"OC (O) -L-S, R"OC (0) -L-S (O) , R^'OC (O) -L 
-SO2. R^R'^NC (O) -L-Ss R"C (0) -L-S. R^^SOzNH 
, (R'^SOO 2N> R'^SO. (R'*) N. R^*OC (O) NH, R^-^OC ( 
O) (R^O N, R"OC (O) -L- (R") R'»R»*NC (0) -L- 

(R'O N> Sm7*-;l' (R^*) N. R^'R^'N, R'^CONH. R'*C (0 
) (R") N. R*'ON = CH. (C .- C 47;V=i 2P (O) -L. R*' 

0- L, R^-S-L. R">NH-L, R"R"N-L. R»'S (O) -L, R»« 
SO2-L, NC-L, R^'CO.-L. R'°C (O) -L. R"R»»N-L-0 
, R''R^^NC02. (R'*0) R''NC (0) -L. ( 2 - a n - 4 - ^ 3' 
y 2 Ci-C4T;V^;VSs R^»-0-N=C (R^') -L-0. 
R»'OC (O) C,-C47^WiM^>-0-C (=NOR''') -L. R^'C (=N 
0R3») _L-0, R'o-O-L-O, R"0-C ( = NOR'"') -L> R^»0 
-C ( = NOR*») -L-0> R'-O-C (=NOR"') -L-Ss R^'O-C 

{=NOR*«) , R^'R^^'NC ("NOR") -L, R^'O-C (=NNR"R 
'»)-L. (Ci-C4TJV^;V/)sSi-L-0, (Ci-C4T;i/^;v)3Si- 

^v;i/^, >;i/*yH6, c C 4T>'W^;v»> c z- C iT J^^ - }^&. C2- 
c,t;i/^-;1'S. c >- c 4t;1'3 ^'>S. c 1- c 4/> d t C2-c» 
t;U'^->i/*^->*. C2- C 8T;^^-;^:^■^->3&^ 2. 3 - j^^K^-^- 2 -> 

1- )U'/x3 \£ )i'mtt:it2 - ;<^;i'-2-:/n^-;m*^L> 

R'is J; OfRM±-^•tt^^^3tea:LT7lcmm^•^ ^>ny>M^> c j - C sT ;i/ 

->Ty Si/c^iC:-C6^^oT;^^;^2IS:^L^ 
R "js J: t>'R ni-en-e^r^Sit LTtKEM^-x C .- C «T;l'^;l'^> C2-C8T 
)v^=-)i'm. c 2- c sr c .- c«^>o t;1'^;1'Sx C2-C8/^^T 
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;i/^^;i/3£, C2-Cs>'M3t;V'^-;V'S, (C I- c 6T;1'*;1') 

c3-c«->^ nr^v^^vc i-C4T;1'^;v^n c c 4 t ;v a c i- 

C.T^V^r^US, C i-C.T;1-3^v». (C.-CsTJl/n^v) *n'>K-;V3& 
s Ci-C^7}V^)U7.}\^yi-^=-)^m. NC-L, R^'OC (O) -L. R"R''N 
C (O) -L, R^'OC (=NOR''') -L^ R^'R'^NC (=0R^«) -L. 
R^'OC (O) -L-0, R='R"NC (O) -L-0. R'^OC (=NOR'' 
) _L_o, R»'R»*NC (=0R") -L-0t^»±1tSl7i-;V-L*^L 

R'oti^^/M^. C .- C6T;^^;^*^ (C . - C ^r;!/ n ^ v 

R'W±7X^1S?-. * v';t/SN h K n dr ^ Ci- 

C6T;1'^>*, c 1- c 6^>n t;V'^jv/». (c c sT;!^^;^) 
, C i-C47;v3^vC .- C4T;i'4r;i/S, C.-C4T;v^;v^^c.-c.t;1' 

->) 5&;i'^-;i'«, (Ci- c *r j^'^n^) 7 ^ ^ ij }^^-}^^. d-c^r^v-* 

;i/-CH (OH) . C2-C<7 )V^=-)\^-C-R (OH) ^ C 3 - C » ^' n 7 ^ 
;i'-CH (OH) 1^fz\t (Cs-C8'>:?aT;i/^;l^) * ;l<'*'-;l'^«r^ L^ 

R "}±7K^][S?-. ^M:r-J^>m^. T 5 ^ C . - C s T # ^l^lfe, C.-C6^^ 

T;V3:3fv' (Ci-CO 7 

R ' ^ ^ i R ' * {± *t ^ttJlsai L -CtK^JS^ i ^ «4 C 1 - C 6 7 ;v ^ * ^ U 
R ' * t± If * ^ {± C I - C 6 7 ;v ^ * * ^ L , 

R'\ R'\ R'»i3J:?/R"'t±^tt-P*taa:LT7jcSIIi^4/if±Ci-C67;l/ 

R "'l±7K«/r,^^s C C 67;u^;i/*. (C 1- C 67;i'^>'i') ;?7 
(C I- C 6>'>n 7;i/^;v) :* ( C . - C 67 ;v n ^ ->) 
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, c 1- c 6T C i- C t^^ti 7 )\^:^ }^^ — f^&ti:iiiC 

i-C47';i'3^vCi-C4T;i'^iVS*^bN 

;i/*;v) * v;^3l^ (C C ^T^i'a ^^') *;i/;3?-;i'^ 

R'«ON = CHt 3tttR'«0N = C ( C i - C 4 T ;i' Sr^U 
R '°{i7j<*JI^ > C I- C 8T;^^;^«^ c 3- C s -> n r ;!/ Cs-Cs 

7;U^;^;l/^^ C 2 - C b7 ^ — C3-C8->i>nT;V^;l'Ci-C4T;V^ 
C J- C«>'M3 T^i'^^v^N C 8- C T;i/-ii^>=-;w^x Cz-Cs/m^T^I' 
4-'ra'>'U 5 ^ y V V - 2 - ^ 6 - 

^^■^ y V- 2 - n^&. (Ci-C4t;V'3^'>) — (C1-C4 
7n'^;i') 2T 5 ^ * ^V'Sn c 8- c t3 t ^vd^ Ci-C4T;1' 

3i3f-->Ci-C4T;i'3^vCi-C4T;»'^ JHfe^ (x Kn'7'7>'-2-'f 
C .- C4T;l'^;W«^ (2, 2-':^;»<-^;^-i, 3--y:«-=¥V7>'-4-W 
(c 1- C 4 T jv^i ^ V C . - c 4T;i/^;i') 2 c . - C 4 r ;v ^ 
^ (r h 7 K Kn > - 2 -'f C . - C 4 T ^l^ ^ ^i'^. {yyy- 2-^)1^ 
) c 1- C4T;V'^;V'^s c 2- c sT^w-^^ — ^i^^t-^v' C 1- C4T;^^;^S■v C2- 
C ,7 )i' ^ ^ }^ ^ ^> C 1 - C ^7 Ci-C4-'>nTJV/3^vCi-C4T 
gSI^ i C I- C 4T;i/^;1'*> C i - C 4>'^ n 7 /i' = ^ v C 
,- c 47;v3 c I - c 47;i/^;i'*x gi^7 c 2- c «7;i'^-;i'^x g 
^7:ii~;vC2-C.7;V"5^-;v&. v7 / C >- C 47 ;V'^;V'*> Ci-C47;i'3 
^->c i-C47;w^;v*. c I - c 47 /I'^^V'^^ c .- c 47;i'^;i'*, y<>'j)u 

t^y'>^i-)^&> X h 9 b KD fef 7 > - 2 - W :t- ^ v 5 - ^V^s :t^->'7 

CI ;v ^ -5^ jv-^. X > ^ li K n 7 7 > - 2 - ^v- S> ( C 1 - C s 7 Ji' ^ ;v ) * ;v 
r:;i/3|^ -> 7 ^ C 2- C s 7 - (C ■ - C 4>'n n T 
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, ttm7:rji;v^, (5r V 7 t Kn7 7 >- 3 -'f ^w) C C4T;v^;i/3I. ( 
3 - :^ i- ^ ^ y - 3 - ^ A') Ci-CaT )^^^ ( 2 - n U K > - 1 

c I- C a7 )\^^ )^^. (c 2- C sT;v->-:^;v) *;v**^;HI. (Ci- 
C ,7 )V =1 ^ C I - C a7 =^ J]^^-)^&. f-Yy\iVnyy>-3--( 

c 1- C 8T;^^;^:^^^*~-'^^- C ■- Cs^'nd T;i'=^->i':^^i"i^--'i'&. ( 
C 1- c 4T;i/^;v) * ;U'K-;v:a-dr V c I- C 4T;^^;^S^ (C>-Cw>nT;w 

9 y _ 4 - ^ ;v) c 1- C ^T^V'^^v^t^Ji 1 - ;>< ■^^w en i; V? V - 3 - W 

R^'{±7jc#M^. c .- c sT ^i/^^i-S. c 2- c 8T;i''>--;i'», C2-c.t;u 
Cs-Cbv^ nT;v^;v*. C a- C ^J' n r Jl^ ^ ;^ Ci - C 4 T 
c.-C6/^ur/^^;^«, C i - C ;v=i c c ^ T;i'^-n'&> 
3 _^ c 1- c 4t;i'^;^t 5 y (c 1- c aT 2 r% 

'J)i^^> (C 2- C 8T;v-ir — ;v) * * ;V5K— ;i' C 1 - C hT^v^jv^^ (C2 
-C»7)^^-}^) ;V** — -'VC .- C 4T;v^;i/3g^ (Cj-C4 T^V-a* 

'y) 7&;U.i^*-;VC i-C4T;V'^;V»^ (x h 7 li Kn 7 7 > - 2 - ;v) C>- 

C4T;i/^;i/^. (c I- c 4t;i'^;1') 2T 5 ^ c .- c 4T 
v^t: i v» 5 6 M-^7-°3g. c 2 - c T;i"ir-;i^** 3t i± c I - c 4 
^;^f■:^-Cl-C4T;^'¥;^36^:^l>^ 
R'MiTK^M^. Ci-Cs t;1'^^V'». C2-C. 7';V'J^-;i^»s C2-C. 

R'M±C.-C4 7 }\^^)\^^ttziiC I- C A T;W^;w&^r^L, 

R='MiCI-C8T;^^;^3fe^ c 1- c 4>'Nn r c 3- c a-> n r ^i'^ 



- 7 - 



wo 01/68613 PCT/JPOl/02158 

C 2- C «T;^'>---'^^^ c 2- c sT ;vS> 'Oi^-'i/^t/iti^i- 

R''}±c i-C gT-H'df^;!/*, c 2- C 87 ^i'-^^ — ^i^Sx C 2- C 8T;^^-;^lfe^ 
c I- c 4^^^ T;^^;^a^ c a- C n t — c 2- C 8^ndt;1'^-;1' 
vTy C 1- C .T;^^;^^^ C.-C.T;i^::3^vCi-C4 T^V^^l'S. ( 
C I- C 4T;i/3^ v) * ( c > - c < T ;v 3 # v) A>>K-;i'Ci- 

c^t;!/^;!^^^ j^;V'5jvS> (c 1- c 6T;w^;v) (Ci-Ce 

R'*{±C l-C6TJ^^;^3fe^ C 2- C sT-Jl/'irrL^gfe, C 2- C 8T;V'*-;l'*x 

c 1- c T;^^;^*^ m^y ^=->^^ttiitm.^y ^^}^c 1- c 6t;v*;^ 

R ^'»±c a- C 6T;v^;wSf fcJi (C C 3T;v3 ^v) *;i/:K-;i/C .- Ce 

R»*{±7fc^Ii?-, C l-C6T;^^;^»^ C 2- c sT ;i">--;v»> C2-C8T;1' 

C3 - C8'>j5' nT;u'^;i'»* Jtti'^ v-:^;^^**L^ 
R*«f±c >-C8T^"^;»'a&, c 2- c 8T;V^r C 2- c sT ;v # — 

(C 1- C 6T;1'#;i/) * (C 1- C 6T;V3 ^ v) * c 

1- C eT^V i'i: (Ci-C4T;U3^->) 2P (0) Sr^L, 

»i (c I- c 4t;W'3 v) te? jua^-^w^iw J; o -CSJ^^ tt-cv>-r i v>c 1- c 6 

11^7 *^;Hi^Na'{r'>M?-x '>T^3fe. ;:ibn&, T5y&, * sK ^ 
fcKndf->*, C i-C 4T;l'*;l'*, C > - C 4 T 3 # C.-C«/^D 

7;^^;^^^ c > - C 4''^^ 7';v3 ^">^, C i - c 4 T -JJ^*^ (C 
i-C4T;1'^;w) * ( c , - C 4 T ;v n ^ * ;i'**-;i'C .- C 47 

;l'4r;l':i-# OCH (CH3) C02H> OCH2CO2H, ( C > - C 4 7 3 

^v) Ci-C47;V3^vCi-C47;i/3^->S, (C.-C47 

;V3^vC .-C47;V3drv) ;i'.-K-;vc I- C47;i'3#>'S, (C1-C47 
;l/.^:=.;l/:i- V C I - C 4 7 ^ ->) 3!7 i^^* — ^V- C 1 — C 4 7 ;V 3 ^ v ^^ (Ci 
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- C 4 r ^ - ^' ^ V C 1 - C 4 T ;v 3 ^ ) ;v --K - C i - c 4 7 jI' ^ ^ v & 
tfz\i (CI-C4>'^DT;^^^->Cl-C4T;^3 + >') * C .- C 47 ;v 

S> 75y^> * HKodfv*. c C 47;^^;^^^ C1-C4 

7;i'3^v'S., C 1- 04/^07 C > - C ^-'^n 7 ^i' 3 df Ci-C* 

7;i/ifn';^;i/*-;V'*, (C 1- C47;i'^;i') * ^W'K^^i'*, (C.-C47;v3 
^v) *;l'^-;i'C I- C47;V^;l'*^^^^N OCH (CHs) C02H^ OCH 
2C02HS^fi (C I- C 47;i'3 ^->) * J; o TtejE»::gJ&$ ttf 

C2] R a ;6'C i-C 47;l/^;V». C i - C 4^M3 7 ;l' ^ 4 }± C . - C 4 7 ;u 
^ ;v 5}^ — 4: ^ L , 

XA«;j^^lIT-, C 1- C47;i'^;v»4^«7 ^ y 3fe=Sr^L. 

Z t, 
Z ^'t&'C R b *^L. 
R b 7&5/Nn>>'>ll^«r^ 
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H 19 * UMi- * <^ :S ^ <^ 

R\ R\ R\ R\ R\ R\ R^ R'^ R"^ R"^ R'^ R"- 
. R'', R'\ R'\ R'% R'°. R'^ R^^5.?/R ''Sr^^fi^Jtc^JfBI- 

Me Et ij:.-^;^. Pr :y;i''v';i/7'De;i/, i so-Pr I'fV/ 

n eye 1 o-Pr rv^nyn e;!^, B u : / s e c - 

Bur-b^^^^U-rf^^V/, iso-BuI'l'vy'^^V. tert-Bu:^' — 
i; eye 1 o-Bu Iv^ P e n : ^ ;u ;v ;v 

, cyclo-Pen'.v^'n^^'f^jl/^ iso-Penl-YV'^Vf-^l'^ne 
o-Pen : ;f^^'-<>f-;^^cyc 1 o-Hex : 'y n ■^^iy A'^ t e r t- 
p e n : — v--t';-^>^^t'> He x : y;vv;i/-^^v;i'. He p : 
Oct : y fl^-r ji't i^)^^ P h : y 

CFaH, CFs, Me. Et. Pr, i so-Pr. S0 2Me. CN. CH2O 
Me> CH2SMe> C ¥L ^Cl^ t tiiiCli »C F 3 

H. F. CI, Br, I, CN, OMe, O C F t f^it O C F » 

H, Me, Et, Pr, i so-Pr, CF2H, NHa, OMe, OEt, OP 
r, O (i so-Pr) , OCF2H, OCF3, SMe, SEt, SPr, S ( 
i so-Pr) , SO^Me, SOsEt. SOaPr, SO2 (iso-Pr) , 
NHMe, NHEt, NHPr, NH (i so-Pr) , NMe2, NEta, N 
P X 2ttiim (i so-Pr) 2 

OttiitS 

H , F , CI, B T ttziil 

:w.^&R'oMi^m'i 
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H, F. CU Br. I, C = N. C (S) NH2, C (O) NH2. CsCSi 
Mes, CsCH, CH=CH2. Me. Et. Pr. i so-Pr. OMe. O 
Et> SO2NH2. OCHzCOzMe. 0CH2C02Ets OCH2CH2C02 
Et, CF3, CF3CF2. CICF2. HCF2. CFsO, NO2, HCFzO. 
C1CH2. BrCH2. SMe, S 0 2M e . OH, SH, NH2. CHO. CO 
2H, C0 2Me. C02Et, CO»Pr, C02 (i so-Pr) > CO2BU, 
CO2 (tert-Bu) . CH2CsN. NHMe, NMe2, 0CH20Me. 
0CH2Ph> OCH2 (4-Cl-Ph) , OCH2 (4-Me-Ph) > OC 
H2 (4-Br-Ph) , 0CH2 (4-C1-2 - (OCHMeCOaMe) - 
Ph) , OCH2 (4-Me-2 - (0CHMeC0 2Me) -Ph) ^ OCH2 
(4-C1-2 - (OCHMeC02Et) - Ph) . OCH2 (4-Me-2- 
(OCHMeCOaEt) - Ph) , NHCH2Ph, NHCH2 (4-Cl-P 
h) . NHCH2 (4-Me-Ph) > NHCH2 (4-Br-Ph) , NHCH 
2 (4-C1-2 - (0CHMeC0 2Me) - Ph) ^ NHCH2 (4-Me- 
2 - (OCHMeC0 2Me) -Ph) , SCH2Ph. SCH2 (4-Cl-P 
h) . SCH2 (4-Me-Ph) , SCH2 (4-Br-Ph) , SCH2 (4 
-Cl-2 - (0CHMeC0 2Me) -Ph) , SCH2 (4-Me-2- (O 
CHMeCOzMe) -Ph) , OCH2C02Pr, OCH2COa (tert- 
Bu) , NHCH2C0 2Me. NHCH2C02Et, SC0 2Met;^c{iSC02 
E t 

H. F. Cl> Br, I, CHOs CO2H, C (O) NH2. SO2CI, C ( 
O) Me, SH, OH, NH2, NO*, CN, Ph, Me, Et, Pr, i so 
-Pr,Bu, sec-Bu, iso— Bu, tert-Bu, Pen, neo 
-Pen, tert— Pen, cyclo-Pr, cyclo — Bu, cycl 
o-Pen, cyclo-Hex, CH2CH = CH2, CH (Me) CH=CH 
2, GH2C = CH, CH (Me) C = CH, OMe, OEt, O (i so-Pr 
) , OPr, OBu, 0 (sec-Bu) , O (tert — B u ) , 0 (iso 
-Bu) , O (cyclo-Pen) , 0 (cyclo-Pr) , O (cycl 
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0-Hex) ^ O (neo-Pen)^ 0 (tert-Pen) , OPen, O 
Hex. OHep. 00c t. OCHaPh. OPh. 0 (4-Cl-Ph) . 
O (3-Cl-Ph) , O (2-Cl-Ph) . O (4-Me-Ph) . O (3 
-Me-Ph) , O (2-Me-Ph) . O (4-MeO-Ph) , 0 (3-M 
eO-Ph) . O (2-MeO-Ph) > OCH2CH = CH2, 0CH2CH = 
CHMe. 0CHMeCH = CH2^ OCMe2CH=CH2. OCHjC^CH, 
OCHMeCsCH^ 0CMe2CsCH, 0CH2CH=CC1H. OCH2C 
C1=CH2. OCHMe CH2CH = CH2^ O C H M e C H 2 C s C H . CH2 
CH20Me. OCH2CH20Et. 0CH2CH20Pr. 0CH20Me. OC 
H20Et, OCH20CH2Ph, OCH2O (cyclo-Pen) , OCH2 
0 (eye lo-Bu) > OCH2O (cyclo-Pr) . OCH2O (ter 
t-Bu) > OCH2O (iso-Bu) . OCH2O (sec-Bu) > OCH 
20Pr. OCH2O (i so-Pr) > 0CH20Bu, OCH2CH2CH2OM 
e> O C H zC H 2C H 2C H2OM e ^ 0 C H 2 O C H 2 C H 2 S i M e OCH ( 
Me) OMe> O- (-f h 9 t: Kn tf 7 > - 2 - ^ ^W) . O- (xh^tKntf 
^>-3->fJU) . O- (-rh^bK ntr7>'-4--^;v) . O- (-rh^tiK 
n77>-2-'f;i') , O- (■rh9t:Ka79>-3--f;v) , 0-:^^'y^ 
— A^ OCH2 (eye 1 o-Pr) > OCH2 (eye 1 o-Bu) . OCH2 
(eye I o-Pen) . OCH2 (eye lo-Hex) , OCH2 (1, 5- 
'J ^ jl'\£ 9 V~ I - ^ )^) . 0- (2, 3 -a:5K^-> ■7°D t:*;^) , OCH 
2CMe = CH2, O CH2O CH2CH2OM e, OCH2CH2C = CH, OCH2 
(xb7tKn-77>-2--f;i/)>0CH2(2, 2-y^f-;i^-i, 3-v^ 
:t^V9>-4-^;i') N OCH (CH20Et) 2> OCH2 (rh^tKntT 
9>-2--f;l^) , OCH2 (•77>-2--f;l') X OCH2 {y y >- 3 - ^ A' 
) , OCH2 (7- h9\^ h'uy^ > - 3 - fly) . OCH2 (3 -Jf f'/l'^f^-fe^' 
>-3-^;v) . OCHMe (eye 1 o-Pr) . OCH2CH30CH = CH 
2. 0CH2C = CMe. O CH2CH2CH = C H2, O C H 2 C H 2 C s C M e > 
0 C H 2C H 2 C H 2 C = C H , O C H 2C H 2 CM e = C H 2. OCH2CH2CH2 
CH = CH2, OCH2CH2SMe, 0CH2CH20C (0) Me, 0CH2CH 
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2 (^;i/.i^U >- 1 -W" ^v) > OCH2CH2 (If n »; 1 --f , OCH2 
CH2 (2-trn»JK>-l-^>) > 0- (2-Vi'a^3E--t>-i->f;v) 
. OCH2CH20CH2CH2C K O C H 2 C H 2 0 C H 2 C H = C H 2. OCH2 
CH20Ph. OCHEtCsCH, OCHPrCsCH. OCH (iso-B 
u) C^CH, OCHPhC^CH. OCHBuC = CH. OCH (iso-P 
r) C = CH. OCH (CHMePr) C^CH. 0CH2C = CPh. OCH2 
CsCCH20Me> OCHMeC^CEt, 0CH2CH = C (Me) 2> OC 
HiCHMe CH=CH2, O C H 2 C H 2 O C H 2 C s C H . 0CHEtCH20C 
H2CH = CH2> 0CHMeCH20Et. 0CHMeCH20Pr. OCHMe 
C H2O C H2C H = C H2. O CHMe CH20CH2CH = CHMe^ OCH ( 
CH2CI) CH2O (iso-Pr) > OCH (CH2CI) CH2OCH2CH 
= CH2, OCHMe CH20CH2CH = CHC U O C H M e C H 2 0 C H C 1 
CH = CH2, O C HM e C H 2O C H 2C H 20M e > 0CHBrCH20Et, 
OCH (CH20CH2CH = CH2) 2. O C H E t C H 2 C H 2 O E t , O (1- 
;)«f-;^fefD'Jv^>'-3-'^^^) . OCH2CSCCH2CU 0CH2CH20 (2 
-Cl-Ph) . OCH2CH20CH2CH20Me> 0CHEtCH20Me^ 
OCH (CH2F) 2> O C H2C H aO C HaC H2O C H 2C H 2C U OCHsC 
HMeOPh, O C HM e C H2O CM e 3> 0CHMeCH20Me> OCH2C 
H2CH20Et. 0CHEtCH = CH2. OCH2CH2CH2CU OCHMe 
CHzOPh. 0CHMeCH = CH2, O C H M e C H = C H M e > OCH (C 
H = CH2) 2^ O C H 2C H C I C H 2C U O C H 2 C H 2 C H 2 B r . OCH ( 
CH2CI) 2, OCH (CH2Br) 2, OCHMeCHzCl, OCH2CH2F 
. OCH2CHF2, OCH2CFS. OCH (CF3) 2. OCH2CH2CN, OC 
H2CH2Br. O C H2C H2C O 2M e ^ O C H 2 C H 2 C O 2 E t > OCHPhC 
02Me, OCHPhCOaEt, OCH2CH2NMe2, OCH2CH2S02Me 
. O C H2CH2C H2SM e X OCH2CH2CH2S (0) Me. OCH2CH2C 
HzSOaMe. OCH2C (O) Me. 0CH2CH2 (^t-^V^-ZW) . 0- ( 
}^ V ^ > - 2 - . O- {A - -zr 9 J Y - 2 - ^ n^) . O- (2, 3- 

J^sK^->7'Dtf;i/) , OCH2CN. OCHMeCN. OC (0) Me. OC ( 
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0) Et. OC (O) Pr, OC (O) (iso-Pr) . OC (O) CH = C 
Mea, OC (O) CH2CU OC (0) CH2CCI3. OC (O) (^^V^'J 
^ OC (O) CH20Me, OCO^Me^ 0C02Et, OCO2 
Pr. 0C02i so-Pr^ 0C02Ph> OC (O) NH2. OC (O) NM 
62. OC (0) NEt2, OC (0) NPr», OCH2CMe = CH2. 0 (i 
so-Pen) . SMe, SEt. S (iso-Pr) > SPr. SBu. S ( 
sec-Bu) . S (iso-Bu)> S (cyclo-Pen) , S (eye 
lo-Pr). S (eyelo-Hex) . S (neo-Pen) . S (ter 
t-Pen), SPen, SHex, SHep, SOct. SCH2CH = CH2 
. SCHMeCH = CH2. SCMe2CH = CH2. SCH2CsCHs SCHM 
eCsCH. SCMeaCsCH^ SCH2CH=CC1H. SCH2CC1=C 
H2> SCH2CF3, SCH2CH20Me. SCH2CH20Et. SCH20Me 
. SCH20Et> SCH2 (cyclo-Pr) , SCH2CN. NHMe. N 
HEt, NH (i so-Pr) . NHPr. NHBu. NH (sec-Bu) . 
NH (iso-Bu) , NH (cyelo-Pen) . NH (cyclo-Pr 
) , NH (cyclo-Hex) . NH (neo-Pen) . NH (tert- 
Pen) , NHPen. NHHex. NHHep, NHOet. NHCH2CH 
= CH2, N H C HM e C H = C H 2> N H C M e 2 C H = C H 2. NHCH2CS 
CH, NHCHMeC = CH. NHCMezC^CH, NHCH2CH = CC1H 
, N H C H 2C C 1 = C H2. NHCH2CF3. NHCH2CH20Me> NHCH 
2CH20Etx NHCH20Me, NHCHzOEt. NHCH2 (eye 1 o- 
Pr) , NHCHjCN. COaMe. C02Etx CO2 (i so-Pr) . CO 
2Pr. CO2 (eye 1 o-Pr) . C02Bu, CO2 (sec-Bu) , CO 
2 (iso-Bu) . CO2 (tert-Bu) . CO 2 (cyclo-Bu) > 
C02Pen. CO2 (cyclo-Pen) . C02Pen, CO2 (neo-P 
en) . CO2 (tert-Pen) . C02Hex. CO2 (cyclo-He 
x) . C02Hep. COaOct, C02CH2CH = CH2> C02CHMeCH 
= CH2, C O 2 CM e 2 C H = C H 2, C02CH2C = CH, C02CHMeC = 
CH, C02CMe2CsCH, C O 2 C M e 2 C O 2 C H 2 C H = C H 2. CO2CM 
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e 2C O2C HM e C H= C H2^ C O 2 C M e « C O 2 C M e 2 C H = C H 2^ CO2 
CMe 2C02CH2CsCH> C O 2 C M e 2 C 0 2 C H M e C s C H , CO2CM 
e 2C O2CM e 2C = C H. C O 2 C M e 2 C O 2 C H 2 C H 2 C s C H ^ C02CM 
e 2C O 2C H 2 C H 2 C H = C H C O 2 C M e 2 C O 2 C H 2 C H = C H 2. CO2 
CH20Me^ C02CH20Et> C0NMe2. C0NEt2> CO2CH2CO2 
Me\ C02CH2C02Et, C02CH^C02Pr^ CH2CHClC0 2Me> 
CH2CM e C 1 C O2M e . C H2C H C 1 C O 2E t . CH2CMeClC02E 
t^ C H 2C H B r C O 2M e , C H 2 C H C 1 S O 2 P h s CH2CHC1S02M 
e. CH2CHCIC (O) Me^ CH2CHC1C02H> CH2CHC1C02 
(iso-Pr) > CH2CHCICO2 (cyclo-Hex) > CH2CHC 
ICO2 (tert-Bu) , CH2CHCICO2 (iso-Bu) , CH2CH 
CICO2BU, CH2CHCICO2 (sec-Bu) > CH2CHCICO2P 
r. CH2CHCICO2CH2 (xhyliKD-77>-2--f;w) . CH2CHC 
1 C (O) U^-l-^^l') , CH2CHCIC (O) NH2, CH2C 

MeClC (O) NH2. CH2CMeClC (O) NMe2s CH2CHCICO 
2CH (CFs) 2. CH2C H C 1 C O aC H 2C F 3, CH2CHC 1 CO2CH2C 
H20Me, C H2C H C 1 C ONHOM e ^ CH2CHCIC (O) NHMe, 
CH2CHC1C (O) NHEt, CH2CHCIC (O) NH (iso-Pr) 
. CH2CHCIC (O) NH (iso-Bu) , CH2CHC1C (0) NH ( 
sec-Bu) ^ CH2CHCIC (O) NH (tert-Bu) > CH2CHC 
IC (O) NH (cyclo-Pr) > CH2CHCIC (O) NH (cycl 
o-Hex) X CH2CHCIC (O) NHCH2C = CH. CH2CHCIC ( 
O) NHCHaCHaOMe. CH2CHCIC (O) N H C H 2C H 2NM e 2> C 
H2CHCIC (O) NHCH2C02Et. CH2CHCIC (0) NHCH (i 
so-Pr) C0 2Me^ CH2CHCIC (0) NHNMe2, CH2CHCIC 

(O) NH > - 1 ^ CH2CHCIC (O) NHPh^ CH2 

CHCIC (0) NH (f-TV-;i'-2-^;i-) . CH2CHCIC (0) NH 

(5-;<-?";u-1'V:t^-9-V-;i/-3-l';l') ^ CH2CHCIC (O) NHCH2 
Ph> CH2CHCIC (O) NMe2> CH2CHBrC (O) NMe2, CH2 
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CHCIC (O) NMeBu, CHaCHClC (0) NMe (iso-Bu) 
, CH2CHCIC (0) NMeOMe^ CHzCHClC (O) NEtz, CH2 
CHCIC (0) NEtPr, CHsCHClC (O) NEt (iso-Pr) 
, CH2CHCIC (O) NEtBu. CH2CHCIC (0) NEt (tert 
-Bu) . CHjCHCIC (0) N (i so-Pr) 2. CHaCHClC (O 
) NPr (sec-Bu) ^ CH2CHCIC (O) N (CH2CH = CH2) 2, 
CH2CHCIC (O) N (CH2CH2CI) 2, CH2CHCIC (O) N (i 
so-Pr) (eye lo-Hex) . CH2CHCIC (O) N (CH2CH = 
CH2) (eye 1 o-Hex) . CH2CHCIC (O) N (CH2CH = CH2 
) (cyelo-Pen) . CH2CHCIC (O) NMePh. CHsCHCl 
C (O) NMe (l^-V v> - 2 - ^ ;v) , CH2CHC 1 C (O) N (tfn V ->* 
>-!--( )V) , CH2CHCIC (O) N (^*-=E;V* V >- 1 --f , C 
H2CHCIC (O) N {4 - j( - I - ^ - CH2CHCIC 

(O) N (eye lo-Hex) Ph. CH2CHCIC (O) NMeCH2CO 
2Et. CH2CHCIC (=NOMe) OCH2C02Me. O.CHaCMe ( = 
NOMe) . OCH2CH (=NOMe) , C H 2 C H C 1 C O 2 C H 2 C H = C H 
2^ CH2CHC 1 C02CHMe CH = CH2. C H 2 C H C 1 C O 2 C H 2 C s C 
Hs CH2CHClC02CHMeCsCH, CH2CHCICP2CH2 (eye 
lo-Pr) . CH2CHC1C02CH2CHC1CH2C1> CH2CHCIC 
0 2C H 2C H = CM e C 1 , C H 2 C H C 1 C O 2 C H 2 C H 2 S M e , CH2CH 
C 1 C02CH2C02E t. CH2CHCICN. CH2CC12CN. CH2CH2 
C02Me, CH2CH2C (O) NMe2. C H 2 C H 2 C H 2 C O 2M e > CH2C 
0 2Me. CH2CHMeC0 2Me> CH2 (2-*'anr^'y';K-2--<;u) 
, CH=CHC02Me, CH = CHC02Et. OCH2C02Me. OCH2C 
02Ets O C H2C O2C H2C OCH2C02Pr. OCH2CO2BU, C 
HFC02Me, 0CHFC02Et, OCHFC02Pr. 0CHFC02Bu. 
0CHFC02Ph, CHClC0 2Me, 0CHClC02Et, OCHCIC 
02Prs 0CC1FC02BU, CHBrCOsMe, 0CHBrC02Et, O 
CHBrC02Prs 0CHBrC02Bu, OCF2C02Me. OCF2CO2E 
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ts 0CF2C02Pr, OCF2CO2BU, 0CCl^C02Me^ OCCI2C 
02Pen. OCHaCO* (tert-Bu) ^ OCH2C02Ph> OCH2CO 
2Pens 0CH2C02Hex^ OCH2CO2 (eye lo-Pen) ^ OCH2 
CO2 (i so-Pr) > OCH2C02CH2Phs 0CHMeC02Mes OC 
HMeC02Et. OCHMeCOzPr^ OCHMeCOa (i so-Pr) , 
0CHMeC02Pens OCHMeCOz (eye 1 o-Pen) , 0- (4- 
y 1; 2 - ^ ;V) , O - ( 5 - U K - 2 --f . O - ( 6 - ^ 

^•9-yVK-2-'f;V) , OCH (COsMe) 2, OCH (C02Et) 2> OC 
H (C02Pr) 2, OCH (CN) C O 2M e , OCH (CN) COjEt, OC 
Me2C02Me, OCMe2C02Et. O C M e 2 C O 2 C H 2 C H = C H 2^ OC 
M e 2C O 2C H 2C = C H, O C HM e C O 2C H 2C H = C H2, OCHMeCO 
zCHzC^CH, OCH2C (O) NMez, OCH2C (O) NEt2. OCH2 
C (O) > - I - ^ . OCH2C (O) NMe (CH2CSCH) 

, OCH2C (O) NMe (CH2CH = CH2) . OCH2C (0) NHMe, O 
CH2C (O) (fef o 1; ':^>- 1 --f , OCH2C (O) {\£^V i^y - 1 - 

)V) . OCH2C (0) Me, OCH2C (O) Et, OCH2C (O) Pr, 
OCH2C (O) CH20Me, OCH2C (0) (4-Cl-Ph) , OCH2C 
(O) (4-Br-Ph) , OCH2C (O) (3-Cl-Ph) , OCH2C ( 
0) (3-Br-Ph),OCH2C(0) (2-Cl-Ph),OCH2C(0 
) (2-Br-Ph) , OCH2C (O) Ph, OCH2CH2C (O) Ph. O 
CH2 (4-Cl-Ph) , OCH2 (3-Cl-Ph) , OCH2 (2-Cl- 
Ph) > OCH2 (4-CFs-Ph) > OCH2 (3-CF3-Ph) , OCH2 
(2-CFs-Ph) . OCH2 (4-F-Ph) . OCH2 (3-F-Ph) . 
OCH2 (2-F-Ph) , OCH2 (4-Me-Ph) , OCH2 (3-Me- 
Ph) , OCH2 (2-Me-Ph) , OCH2 (4-MeO-Ph) , OCH2 
(3-MeO-Ph) , OCH2 (2-MeO-Ph) , 0S02Me, 0S0 2 
CFa, SCHaCOBMe. SCHzCOaEt. SCH2C02Pr, SCH2CO 
2Bu, SCH2C02Pen, SCHaCO^Hex, SCH2C02(cyclo 
-Pen) , SCH2CO2 (i so-Pr) > SCH2C02CH2Ph, SCH 
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MeC02Me, SCHMeC02Et> SCHMeC02Pr, SCHMeCO* 
(i so-Pr) > SCHMeCOaPen. SCHMeCOa (cyclo-P 
en) ^ SOCHaCOaMes SOCHzCOsEt^ SOaCHaCOaMe. S 
OaCHaCOzEt. NHCH^COaMe, NHCHzCOjEt, NHCH2CO 
iPr. NHCH2CO2BU, NHCH2C02Pen, NHCHsCO^Hex. 
NHCH2CO2 (eye lo-Pen) ^ NHCH2CO2 (i so-Pr) . N 
HCH2CO2CH2P h, NHCHMeC02Me> NHCHMeC02Et^ N 
HCHMeCOaPr^ NHCHMeCOa (i so-Pr) , NHCHMeCO 
2Pens NHCHMeC02 (eye lo-Pen) . NHC02Me. NHC 
O2E t. NHC02Pr^ NHCO2 (i so-Pr) ^ NHCO2BU, NHC 
O2 (eye 1 o-Pr) > NHCO2 (eye 1 o-Pen) ^ NHC02 (i 
so-Bu) , NHCO2 (sec-Bu) > NHCOi (tert-Bu) > N 
HC02CH2CH = CHCH2, N H C O 2 C H 2 C H = C H 2. NHCO2CH2C 
sCH, NHCOiPh. NHC02CH2Ph. NHCO2CH2 (2-Me-P 
h) ^ NHCO2CH2 (3-Me-Ph) , NHCO2CH2 (4-Me-Ph) 
, NHCOaCHa (4-Et-Ph) s NHCO2CH2 (2-MeO-Ph) . 
NHCO2CH2 (3-MeO-Ph) . NHCO2CH2 (4-MeO-Ph) . 
NHCO2CH2 (4-Cl-Ph) . NHCO2CH2 (4-F-Ph) . NHC 
O2CH2 (4-CF3-Ph) , NHCO2CH2 (2-F-Ph) ^ NHCO2C 
H2 (3-F-Ph) , NHCO2CH2 (3-Cl-Ph) . NHCO2CH2 ( 
2-Cl-Ph) . NHCO2CH2 (4-CF30-Ph) > NHS0 2Me, N 
HSOaEt. NHS.0 2Pr, NHSO2 (i so-Pr) . NHSO2BU, N 
HSOaCHsPh, NHS02CHCl2> NHSO2CH2GK NHSO2CH2 
CH2CI, NHS02CH2CH2CH2C1. NHS02CH2CF3, NHSO2 
Phs N (S02Et) C02Ets N (CH20Me) S02Et. N (CH2C 
H = CH2) S02Etx N (CH2CSCH) S02Et, NMeS02Me> N 

(SOjMe) 2^ N (SO2CH2CI) 2, N (SOsEt) 2> N (SOiPr) 
2. NEtS02Et. NMeS02Et, NEtS02Et> N (Pr) SO2E 
t. N (C (O) Me) S02Et^ N (CH20Me) SO^Me, N (CH20 
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Et) S02Mex N (CH2CH = CH2) S O 2M e s N (CHsC^CH) S 
02Me. CONHSO^Me^ C0NHS02Et> C0NHS02CFsx 1, 
3 -i^^Sry^ 'y- 2 1, 3 - i^^i-^-^J- >- 2 4- (EtOC 

(0) CH2CH2O) -PhO. 4- (MeOC (O) CHzCHjO) -PhO 
, NMeC02Me> N (CHaCsCH) C02Me, NMeC (O) Me> N 
HCHO^ NHC (O) CPs, NHC (0) Et^ NHC (O) Me^ NHC 
OPr. N (CH2CSCH) COMe^ N (CH2CH = CH2) C 0 2M e , N 
MeC02CH2 (4-Me-Ph) , N (CH2CSCH) C02Et^ N (CH 
2CN) COzUt. N (C (O) (tert-Bu) ) S02Me. N (C (O 
) (tert-Bu)) S02Et,N(C(0) (2-MeO-Ph))S02 
Me,N(C(0) (3-MeO-Ph))S0 2Me,N(C(0) (4-M 
eO-Ph) ) SOaMe. N (C (0) (2-MeO-Ph) ) SOjEt, N 
(C (O) (3-MeO-Ph) ) S02Et. N (C (O) (4-MeO-P 
h) ) S02Et. N (C (O) (4-Me-Ph) ) S02Me, N (C (O) 
(4-Me-Ph) ) SOiEt, N (C (O) (4-Cl-Ph) ) SOzMe 
. N (C (0) (4-Cl-Ph) ) S02Et. CO2 {:^^-^i'>-3--^fl^ 
) . N (CHO) CH2C02Me. N (CHO) CH2C02Et. N (CHO) 
CHzCOsPen^ N (CHO) CHMeC02Me> N (CHO) CHMeC 
OaEt. N (C (O) Me) CHaCO^Me, N (C (O) Me) CH2CO2 
Et, N (C (O) Me) CH2C02Pen, N (C (O) Me) CHMeCO 
jMe, N (C (O) Me) CHMeCOsEt, N (CH2CN) S 0 2M e , N 
(S02Me) CH2C02Me^ N ( S O 2M e ) CH2C02Et, N (SO2E 
t) CH2C02Me> N (S02Et) CH2C02Et, CPs, CF2H. CH2 
Cl> CH2Br. CHBr2, CH2OH. CHBrEt, GH2CHCICH2 
CU CH (OH) CH = CH2, CH (OH) C = CH^ CH2CHCIOC ( 
0) Me, CH (C02Me) 2, CH (C02Et) 2, CH (CN) C02Me 
, CH (CN) COzEt, CH2CN, CH2CH2CN, CH = CHCN, CM 
e2CN, CH2]SfMe2, CH2NEt2, CHzNPra, CH2SMe, CH2S 
Et, CH2SPr, CH2SCH2CSCH, CH2S CH2CH = CH2, CH2 



- 19 - 



wo 01/68613 PCT/JPOl/02158 

SOiMex CH2S02Et, C H 2 0 C H 2 C H = C H 2> CH20Mex CH2O 
Et, CH20Pr, CH2O (iso-Pr) ^ CH2OCH2CSCH. C (O 
) Et> C (0) Pr> C (O) (iso-Pr) , CH = N (OMe) x CH 
= N (OEt) . CH = N (OPr) > CH = N (0CH2C02Et) . C (O 
) NHMe. C (O) NHEt. C (0) NHPr> CH = CClC0 2Me. 
CH=CClC02Et. CH2CHCIP (O) (OMe) 2. CH2CHCIP 
(0) (OEt) 2. NHC (0) CPs. 0CH2SMe> OCF3. OCF2H 
, 0CH2CH2C1> OCH2CH2CH2C 1 , OCH2CH2CH2F. OCH ( 
CN) CH3, OCH2CMe = CH2x OPh^ O- > - 2 - ^ )\^) , 

O- (e'J-yv-4--f;l') X 0- (5-CF3-3-Cl-fe?'Ji^>-2--f 
)V) , 0- (5-CF3-tfVv'>-2-'f;l') . OCH2 (4-Me-2 - (M 
eOC (O) CHMeO) - Ph) , OCHz (4-C1-2 - (MeOC (O 
) CHMeO) - Ph) , 5-b';7;l':j-a^^;V-3-i'Dn-2-eVv^;V 
S - y y }V^X3 yi^}U- 2 ->^Vy)'^t^'y. 2 - i^' U 5 v - ^ 
2 - U ^^^V*^->x 4 - V v;V:^-^->x 5 - D n - 2 - tf ;U ;3- ^ 
Q - }. 1) y n^:i-U 2 -"k^V -yj^^'^'y^ 3 - h U 7 D ;>« ^ ;1/ - 

2 -y^ 'J '^'y . OCH2 (4 - (MeOCH20) -Ph) , OCH2 (4 
- (MeOCH»OC (O) CHMeO) -Ph) , OCH2 (4 - (EtOCH 
2OC (O) CHMeO) -Ph) , OCH2 (4- (MeOCH2CH20C (O 
) CHMeO) -Ph) . OCH2 (4- (EtOCH2CH20C (O) CRM 
eO) -Ph) . OCH2 (4- (CHa^CHCHzOCHzCHsOC (0) C 
HMeO) -Ph) , OCH2 (4 - (EtOCH2CH2CH20C (0) CHM 
eO) -Ph) . OCH2 (4- (M e O C H2C HM e O C (O) CHMeO) 
-Ph) . OCH2 (4- (FCH2CH2OCH2OC (O) CHMeO) -Ph 
) . OCH2 (4- (HCSCCH2OCH2OC (O) CHMeO) -Ph) x 
CH2CHCIC (=NOMe) OMe> CH2CHCIC ( = NOMe) OEt 
. CH2CHCIC ( = NOMe) OCHjOMe, CH2CHCIC (=NOM 
e) OC (0) Me^ CH2CHCIC (=NOMe) OC (O) Et, CH2C 
HCIC ( = NOMe) OC (O) NMe2> CH2CHCIC (=NOMe) O 
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S02Me. CH2CHCIC ( = NOMe) OP (O) (OEt) 2. CH2CH 
CIC ( = NNMea) OMe, CH2CHCIC (=NNMe2) 0 (i so- 
Pr) > CH2CHCIC ( = NNMe2) OCH2C02Me> CH2CHCIC 

(=NNMe2) OC (O) Me, CH2CHCIC (=NS0 2Me) OMe, 
CH2CHCIC (=NOMe) NMe2, C (=NOMe) OMe, C ( = N0 
Me) O (i so-Pr) , C (=NOMe) OCH2C0 2Me, C (=NOM 
e) OC (O) Me, C (=NOMe) OC (0) Et, C ( = NOMe) OC 

(O) NMe2, C (=NOMe) 0 S O 2M e , C (=NOMe) OP (O) ( 
OEt) 2, C (=NOCH2=CHCH2) OMe, C (=NOCH2CH2Si 
Me 3) OMe, C ( = N0 (•r>91iKntr7>-2--f;v)) OMe, C ( 
= NNMe2) OMe, C ( = NS02Me) OMe, C (=NOMe) NM e 2 
, 2-triJv^;i', 3 -^^ n n- 5 - b 'J 7;V:^n ^-f-;!/- 2 - t:*'; v^;!', 7 v > 
- 2 /I', •^'^t 7 * >- 2 ^W, 5 - ^' D a 7 > - 2 - 4-^ 

3 -d- +•9-^/-;^- 2 - CH (CH2CI) CH2OCH2CH 

= CH2*/ifiCH2CHClC (O) NMe (i so-Pr) 

H, F, CI, Br, I, OH, NO2, NH2, CO2H, SH,Me, Et, 
Pr, i so-Pr, CFa, CF2CI, CF2H, CH2CH2C1, CH2CI 
, OMe, OEt, OPr, O (i so-Pr) , CH2CMe=CH2, CH2 
CH=CH2, CHMeCH = CH2, CHsCsCH, CHMeCsCH, OC 
H2C = CH, OCHaCsCMe, OCHiCsCEt, OCHMeC^CH, 
OCHEtCsCH, OCHPrCsCH, OCHMeC^CMe, OCHEt 
CsCMe, OCHPrCsCCHs, OCHMeCsCEt, OCHEtCs 
CEt, OCHPrCsCEt, 2, 3 - isK^ v - 2 - ^ ^ ;l' -/n tf * 
t±2->f-;i'-2 - •/n^r:;v^ 

H, F, Me, Et, CNtf^fiCFs 
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H>Me, Etx Pr, iso-Pr^ Bu, sec-Bu^ iso-Bu, C 
H.CH = CH2, CHaCsCH. CHaC^N. CH2CH2F, CH^CH^Cl 
, CH2CH2CH2F. C0 2Me. C02Et, COjPr, C02 (tert- 
Bu) . SOsMe, SOzEt. SO^Pr, CH20Me^ CH20Et, CH2 
CH2CH2CI, CH2CH2CH2CH2F. CH2CC1=CH2. CH2CBr 
= CH2> CHMeCsCH. CHMeC = CH2, OMe^ OEt^ OPr. C 
H (Me) CsN, CH2C0 2Me. CHaCOiEt, CH2CO2 (iso-P 
r) . CH2CONH2, CH2C0NHMe, CH2C0NMe^^ CHMeCOa 
Me^ CHMeC02Et. CHMeC02 (i so-Pr) . CHMeCONH 
2, CHMeCONHMe> CHMeC0NMe2> CH2C (=NOMe) OM 
e, CH2C (=NOMe) 0CH2C02Me> CH2C (=NNMe2) OMe 
, CHMeC (=NOMe) OMe. CHMeC (=NOMe) OCH2CO2M 
e. CHMeC (=NNMe2) OMe, 0CH2C02Me, OCH2C02Et 
, OCH2CO2 (i so-Pr) , OCH2CONH2, 0CH2C0NHMe> 
OCH2CONMe2, OCHMeC02Me, 0CHMeC02Et, OCHMe 
CO2 (i so-Pr) , OCHMeCONHj, OCHMeCONHMe, OC 
HMeC0NMe2, OCH2C ( = NOMe) 0Me> OCH2C (=N0Me 
) OCH2C02Me, OCH2C (=NNMe2) OMe, OCHMeC ( = NO 
Me) OMe. OCHMeC (=NOMe) OCH2C02Me, OCHMeC ( 
= NNMe2) OMe, OCH2CH = CH2, 0CH2C = CH, OCHbC^N 
, OCH2CH2F, OCH2CH2CH2F, OCHaOCHa, OCHMeCH = 
CH2, O C HM e C s C H * /ct±0 C HM e C sN 

H, CI, Br, F, I, Me, Et, Pr, iso-Pr, Bu, sec-B 
u, iso-Bu, tert-Bu, Pen, neo-Pen, tert-Pe 
n, COzMe, C02Et, C02Pr, CO2 (i so-Pr) > C (O) Me 
, C (O) Et, C (O) Pr, C (0) (iso-Pr) , C (0) Bu, C 
(O) (sec-Bu),C(0) (iso-Bu), C(0) (tert-B 
.u)4^»±C(0) (cyclo-Pr) 
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H^ CHO, COjH, CHsOH.M-e, Et> Pr. iso-Pr> Bu, s 
ec-Bu> iso-Bus tert-Bu^ Pen^ neo-Pen^ ter 
t-Pen^ CF3. CF2CK CF2H, CHjCHjCI, CHzCU CHM 
eBr. CH2Br, CHBra^ CBrs, CHMeCl, C (0) Me. C ( 
O) Et, C (O) Pr. C (O) (iso-Pr) , C (O) Bu, C (0) 

(sec-Bu).C(O) (tert-Bu).C(O) (cyclo-Pr 
) . CH20Me> CHaOEts CH»CH20Me, CHaCH20Et. CHM 
eOEt. CHMeOMe, CH2SMes CHaSEt. CH2CH2SMe^ C 
H2CH2SEt> CHMeSEts CHMeSMe, C H 2 S O 2M e . CHaC 
H2S02Me> C0 2Me, C02Et. C02Prx COa (i so-Pr) . C 

(O) NHMe, C (0) NHEt, C (0) NHPr> CH (OH) Me. C 
H (OH) Et. CH (OH) Fr. CH (OH) CH = CH2. CH (OH) 
CsCHS/iJiCH (OH) (eye 1 o-Pr) 

H, F, CI. Br> I. NH2.Me. Et, Pr. iso-Pr. Bu. s 
ee— Bu. iso— Bu. tert — Bu. Pen. neo — Pen. ter 
t-Pen. OMe. OEt. OPr. O (iso-Pr) . OBu. O (se 
c-Bu) . 0 (iso-Bu). O (neo-Pen). O (tert-Pe 
n). OPen, OHex, SMe. SEt. SPr. S (iso-Pr). S 
Bu. S (sec-Bu) . S (iso-Bu) . S (neo-Pen) . S ( 
tert-Pen) . SPen. SHex. CH20Me. CHzOEt. CH2 
CHaOMe. CH2CH20Et. CHMeOEt^fvTtiCHMeOMe 

H.Me.Et. Pr. iso — Pr.Bu. sec— Bu. iso-Bu. t 
ert-Bu. Pen. neo-Pen. tert-Pen. Ph. 2-F-P 
h. 3-F-Ph. 4-F-Ph. 2-Cl-Ph. 3-Cl-Ph. 4-C 
1-Ph. 2-Me-Ph. 3-Me-Ph. 4-Me-Ph. 2-MeO-P 
h. 3-MeO-Ph. 4-MeO-Ph 
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H^ F> CI, Br, I, NH2,Me, Et, Pr. iso-Pr, Bu> s 
ec— Bu, iso-Bu, tert-Bu>Pen>neo-Pen*yi«it 
e r t — P e n 

H.Me.Et>Pr, iso-Pr,Bu, sec-Bu, iso-Bu> t 
ert-Bu, Pen> neo-Penffc»±tert-Pen 
(mm^R", R"- R'*i5itrR^°<^:ir#f?0) 

Me,Et, Pr, iso-Pr.Bu> sec-Bu. iso-Bu. t 
ert-Bu, Pen, neo-Pent-'^fitert-Pen 

H,Me, Et, Pr, iso-Pr. C (0) CF3, C (O) Me, CO2M 
e, COaEt, SOzMe, S02CF3$7t(±CH20Me 

H,Me, Et, Pr, iso-Pr, cyclo — Pr, CH2Br, CH2O 
Me4yit±CH20H 
Cm«iSR"^A#^3 

H, Me, Et, Pr, CHO, C (O) Me, C (O) Et, C (O) Pr, 
C (O) CH2CI, C (O) CH2Br, C (O) CPs, CO2H, C O 2M e 
, COaEt, CN, CH = NOH, CH = NOMe, C (Me) =NOMe, 
CI, Br, NO2, NH2, CH2OH, S M e S S O2M e 
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(^) (3) ^^^^^ (1a-1) 

CHCIF2 ttzit H^^^ 

(1a-2) (1a-3) 



SJS^ 1 c^Xe Ui^^^^'f ''H^i?^ (2) i: T 5 i^^ffl* 7t(±-?-c^:^ (3) 

* 5 i^y (1 a - 1 ) «-ssjS-f *xa-e*&o 

(3) {± (2) 1=#LT®#1 - 1 0 O^^;!', L< »i 1~ 1 o^&^;i^'jse 

t ^ V A h ^ V K. h ■i' A, ^^e^^? >; a. 7Xi?'^b:^ h >; -t^ a. tIc 

m-fk* V -^AjStCfT" h 9^^;V:;^T-v^>-^:6^*tf fj^x-So (2) izM L 

Tii't 1-10 0^g-=E-;v, S t < <± 1 ~ 1 0 j^-^e^u-lg^l- -So 

5 K, N, N - ;>< T -fe h T 5 K> ;>« f- ;u ;V * ^ v -r b 9 I; K n 7 
7>'^ 1, 2 h J-^ ji^y-;!/, -<vrDyty~;v 

^tD^afiPfiii'^- 90-200 *C, i?SL<{i 0-120 ■CT-fe-Bo 
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^ o 

. Xm2 tiVf «; 5 >mmi$ ( l a - l ) ^m^^^T. n n i^yjvtujt 

0-«5t?*>4 5 -yy' (1 a - 2 ) «: tajti" * Xjg-C * * o 

^un-:;7;i/:i-o>^'>2b*vM±:^n^v?7n'*n f^g? j:. -5^ {i ( l a - 1 ) 

lC*d-LTa# 1 ~ 1 0 0^&^;i'. L < f± 1 ~ 1 of&*;H£ffli-2.o 

LTi±. TKmiti- hV^J^. TK^'fb'; f^-? A, TKm-fb* 'J -i^A, h U 
A ^ h ^ V :^ h ij -i^ A h K> .^m-^ > A, V 'i' A, 

•t-> A, ^if-ft-^ h V a;^.^^?^®?^!:* V A^/S^s^lf e>tt^o :^Sf± ( 1 a 
- 1 ) {cMU-C®'^ 1-100 <&^n'> $fiL<t±l~i 0^-=e;i"6Kffl-r'&o 

'b<0-t?**t»f!^lc$lIKJi55:v>*s. ■pijx.tf. N, N - ^ -f-^v * ^1/ A r 

RSzaffifia'^- 90~2ooTC, jfftL<{±o~i20'c-e*So 

ELiBH^m^iM-^ 0 . 0 5 ^HjJ^^ 1 0 0 f^W^ t t < {± 0 . 5~10I^Kt? 

^ & o 

Xig 3 {4 U ^ V y ^^flS-f^ (la-2) St^no-^^ -fb^J t ^JS $ * c: 1 1:: 
j: i5 2|c|&?^'fb'g-!^<73— «5-^?2bsif V 5 i^glS-fi^ ( l a - 3 ) *Sliti-4Xg 

>; t e r t - T f- '< ^7 ^ ^^ N- ^ u u ^ K 

^'fk^Jli (1 a - 2 ) iC^LTiit 1-10 0ig^;V. »iL<»il-10 
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itm-m. ^^tm-m. m^ttm-m. ^-fun-ii. 3 K^itm-m^v^y yit^=. 
Kj&TaEtia-^- 90-200 *c^^fiF^L<i* 0-12 o*ct'*4o 

K)t&^H«ii#0. 0 5 B#W36»^ 1 0 0 B#K. L < ti 0 . 5~10^^-e 

H al^ 

,U.„ Ra'-Y Ra-V" 

[IS4] 



[IS5] X 
(1a-4) (1a-5) 

;!/ i|r v» t ;t -7 — ^v;:?. ;v 'i^ - ^l' * ^ * * ^-to 3 

KJB^^ 2 <7)X® 4 f± Vf U $ >flS# (1 a - 1) Sri^S^ftT, ^S^i^ 

(1 a-4) i:mm.-r ^Jim'^$>^o 

(4) J± ( 1 a - 1 ) l^i* L-ca# 1-1 0 0 1§*;1^, L < t± 1 - 1 0 fg 

^7 A ;»» h K> ^ b b ilr-> K, ^iS-^- h U -^7 A , ^fg* 'J A . ^ig 

-b v-i^ A. yk^'iti- h 'J -i; AS.'C^^iKSS'fb* U A^*»ifelf ib tt^ o :SS{± (la. 
- 1 ) KMLXm-^ 1-10 0^^;^, »J L < t± 1 - 1 O^&^^l'ftffll-So 

tC/FStt^ "fc «0-Cabtt{f#tC$|JPlii'a:V^;65> •^flx.tf, N, N - ^ ^ ^l' A T 
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5 N, N- v?^ f T ? K, ^ > ;^ ;!/ * ^ v- h% x h 7 K n 7 

Rf&iaSJiffl'^- 90-200 "C^ jiff L<»i 0-120 "C-Ci^o 
RSSi^rattS'^O . 0 5 ^M36»<b 1 0 0 B#ra. »4 L < « 0 . 5~10^Kt? 

XS 5 It t* V 5 >m^^ (1 a - 4 ) ^^Nn y ^-fb^lji: KJB^-^-g, ^1 t 

i 2|s:|§?g'(ii'^!^<^— a5-e^;& fc* >; ? v / ( 1 a - 5 ) ^iiiii- 

CHCIFa SJtIi 

CBrFaCOaEt 
y 1- (1a-3) 

Anyv^b^J °YT° ^^^^^ 

<1a-1) ^ HN^N 3 

[1^6] T l^^-Hal 
X \ (4) 
(1a-6) ^ ^ 

i^^. X. Ra^ Hal*;i5.0'Hal "til&IB ra*!l<05ii*«r^i-o 3 

SJ^.^^ 3 coxee lit?'; 5 v>' >fl^# (1 a - 1) 'S:>'^Dr>'fb5SiJ tKJ&$ 
*S i i: tc J: <9 2is:|&BJ'fk'^t/£7)-gEr-*^ e V 5 vy ymM^ (1 a - 6 ) -SrSS 

X# 7 l±eij ^ v>' (1 a - 6) ^:^»^>£T^ ^'nny^^l-rtny 

O-S-C** e 'J 5 i^y' >il«#: (1 a - 3 ) «-SSEati- &X5g-eab * » 2|cStDf4 

KB^ 1 oxig 2 t mm.<iz. LTHife-ei & 0 

XmSJitfJ (1 a -6) *J^S#^£T. ( 4 ) i: 

ejd?-^^ ^tizx y)^§tm^t^m<D-u-^$>&'^') 5 V^^-f^ ( 1 a - 5 

) «:$aitf -SX^-e^^o 2is:EfE{i^E>^2 OX® 4 i: mm^^ LT^Jfe-ei -So 



- 28 - 



wo 01/68613 PCT/JPOl/02158 

Ra-HN^NH ^mttz\m 

(2) + 1 ■ HHal^ ^ {1a-4) 

X 

(5) 

C^ + > Xv R a :^?/H a 1 ' filfriB t IWI;^CD^i* «r ^"f o J 

ii^>^^^ }^^Mm (2) i: T 5 (5) 

mmi^ (1 4) ■imMir&:^^im-ro 

(5) t± (2) Lra-^ 1-10 of^^;v, L < 14 i ~ i of^-t;!"® 

>; y)v^umm. ^m. mm. mwt. > >7s}u:^>mRiry v p< > 

?>n&o f^t±i^»± (2) KHLXm"^! ~ l 0 0<§^ 

Iff 4 L < {± 1 ~ 1 Oj&^;i'^ffii-*o 

iZT^mi^^J: ^ <^-C-^itH:^mi'Mmii^^^-A\ Mx.tf. N, N - >^ ^ ;l' A T 

5 K, N, N - V ^ ■^^I'T -fe h r 5 v' ;^ ;^ # v F > x h 9 t K n -7 
1, 2 - j< V > . ^ 9 >> j^^j'y-;!/, ^v/n/N'^-;!' 

, ^y^y^ ^v'V'^^ T-t h - > a n :3^;V'A^*«* if t> 

RJSSSti®'^- 90-200 'Cx«f4L<{± 0-12 0 *CT?abSo 
Rl&i^Hliii'E 0 . 0 5 ^M:6><b 1 0 0 f^r^^ *if * t < ti 0 . 5~10^K-C 
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Rb 

V M n Rb-HaC^x^Y | 

0 OR"" " NH2 T 

(6) (7) (ia.7) 

RtD^5iiTv;V^^T'-h« (6) tr^ hT5 K« (7) «rRJD$-**- 
1 1;: i 13 . 3^|§B^'fk'^ti<o-g|5T'*>'5. b-'J 5 >fl#^ ( l a - 7) ^SrMjgi- 
;5.:^^=S:^-ro J.Chem. Soc.Perkin Trans 

1, 2447 (1984) tcffim ^ 2) ICiS CTmffi-Ct *o 

r 

CHCIF2 ttiii ^•'Y^^^^ 
/ J^S X 



[1^9] (1a-8) 



(13-7) 



Ra-Hal^ f?b 
\ (4) Y<>^^^^Q 

(18-9) 

E)t£^6 cOXig9 5-:^^ (1 a-?) *^«^ffiT. ^'onv' 

?tm'ft-km<^-nr-h&^'} 5 v-^ ^ft^-f^ (1 a - 8) *S!l3t-r<5X^t?** 
X# 1 0 t± tf 'J ? y ^ (1 a - 7 ) ^:ilS^?ftT^ ( 4 ) 

tKB^'^^^t i):/fi§^mit^m<D-u-^^^^') ? >mm^ (i a - 
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PCT/JPOl/02158 



o 




(8) (9) (ib-1) 



KB^ 7 \i p -i^y V >m ( 8 ) t - b > M ( 9 ) b ( 1 0 

'J 5 vfl^#: ( 1 b - 1) *S83t1-&:&j**^i-o 

(10) }± (8 ) i^tt (9) H*ft-Cji'^ 1-1 0 ofg^;i/x L < {± 1 

~ 1 of&*;i"fi&ffi-t*o 

'fb* 'J A . h ^7 A ;>f h ^ h V A i b ^ -> ■:^ h 'J A , 

'J 7 nf^^, ^ ^ > y^)V:}^>mJSi.V^ h >; 7 n ^ ^ 

;^;l'5^>BS^^**ab^f ^'^T'So :g^t3t»±®e{± (8) trzn (9) tcsttxa-iri 
-lOOte^A', iftL<«i~i om'^^^^mi-io 

<D-e*nf?#nftiJlS»4«:v^*«x N, N--:^>-?^;v'^;i'Ar 

5 N, N f";i'T-b h T 5 K> ^ f- ;v ;^ * ^ -> K. X b 7 b Kn 7 

, --c>'-»f>, h;vjc;x, ^'yt-y^ 7 -b: h ^ h V ^V-Jl l/^' a a jl- A c> 
SJSM^iit- 90-200 Sf$U<fiO-l 20 'CT-*)So 
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S:i5i«FW«ii#0 . 0 5 1 0 0 I^M, L < 0 . 5~-10^KT 



CHCIFa ifz\t Y^s^N^Q 
CBrFgCC 

/ 

(1b-1) 



X 

[Igll] (1b-2) 




Ra-Hal^ 

\ ^ 

[I@12] ^ 

(1b-3) 

S:je^8 OXg 1 1 »4 e >; 5 y y >flS<*^ ( l b - l) ^^m^^T. :^ n n 

:^§tm^t^<^<D-'U-^& & ^ V 5 -^'^ >mmi^ d b - 2) 4rsiiti-*xeT* 

So ^R&itKB^ 1 <^5iig2 tragic LTHife-r-i So 

Xig 1 2 «lf V 5 '>*^ >SIS#: ( 1 b - 1 ) =Sri£^#«T. ^fS^ftli (4) 
i:SJS^-e^ ^ t J; 19 ^^mit^m<D-'U'^^ ^ V ? v^y >SI*#: ( 1 b - 

o 

(1) 2, 4 -i'7;v:tn-^> v-f ;H^®?j^^;k^?'^^ 
F>. ^F 

EtOaC 
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v^JL-^jbTi; U A (56. 5g) OT-th— (500ml) MSI 

iSHZ, 1 0 "Cl-J^iP t'i**^ b y ^^^VT 5 V (3 2g) i:fe'^k■7^;^-> A ( 

3 8. og) *ipx. ^tax-s^Kit^^L^co 7K}%T> 2, 4 --:>7;i/:a-n^v 

y'i';i'iJ'nv^K (28. 6 g) i9> < ^ mTLfZo MS-e-ife}t#^. v§i» 
ii* L, h;!/^^ (200ml) ^iJDx., 7X<^T, 6 Mje^W. ( 2 0 0 ml) 

gfi«j!^2 1, 5 g *#^o ?ft^^«^®o 
(2) 4- (2, 4-i^'7;V*n7ji — ;l/) - 2->-^;H^';5i^>-6-:^->' 
(jjcfS^-fk-g-i^N o . 10) ffi-^m 



3-9 J (2 50ml) iCT-thT^v^V (21. 5g) 

A> b K (1 0 . 2 g) SrSnA> 1 S^HflJn^Smtyio *.i^T, 2 , 4 - 

y^/v^t-o--: >' ;Ht®f J^^^v (2 1. 5g) S-TiSTL, 2 Jn^^gfE L 7t 

o MffiT. ^SlC7X7k ( 2 0 0 ml) *t>n^, -5 t "C 6 ^ 

. gWtf 1 3 . 3 g «r#7to St^ 2 5 0 TCJ^iio 

C^ifeM2D 

\-'j~j)\yirxx^^)\^-A - (2, 4-i^7;v:^-n7*-;i') - 2-;>«'^;H:fV 
5 6 > (sIc^l^g-ft-^ifeN o . IDO-^^ 



4 - (2, 4--:^7;i/:J-n-7i-;l/) - 2-p«-f-;l'tf'J5i?>-6-:^-> (1 
0. Og)<?5N, N-v-<f•;^*J^i^75K (100ml) ^ y n ^ "7 




HN^N 
Me 
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wo 01/68613 



PCT/JPOl/02158 



;v*nBtmJtf-;i. (28. Og), 1, 2 -'J ^ V ^i^^^ (100ml) t 

TK^-fbv (0. 90g)*ijpx.. 0. 5 ^mtaf^^M L ti o i^BT. 

0 g ^#^Co m!;^ 9 1 - 9 2 ICo 

- 2 — ' 2 . 5 g *#>to 14^6 0 - 6 1 "Co 

(1) 5 --^ n n- 1 - v-7;i':r n 4 - (2, 4 - V 7 n "7 * - 

) - 2 - p« 5^ ;v U 5 V > - 6 - > <!:)#i£ 



1 _,^7;i,:i-a^^;V-4 - (2. 4 - 'J y Jl' t ti y :,l - ju) -2-:^^}Vyd 
,;5o^:^_6-;e-> (2. 5g) <r>:^ 9 J (25ml) i:^nn*;vA (2 
5 m 1 ) rl-B-^?^t*> :S'fb^-9ra ( 0. 2 0g)*l]nx.> 1 0 rici^ip L 

. t e r t - :r•^;^^^-f sKi' nv-^b (2. Og) *v9>o< l9MTLfCo ^rS-C 
1 ^M^t#^^ 6 %li5iiD^7K.*:^ h U A;!K?#m (50ml) *1jdx.. 0 . 5 ^ 

- (^SI^St ; ^^'9->/S^®f^-^^^= 9 / 1 ) T?f&S!lL, e6<J!fe2. 2gt#^ 
(2) ^-t;xi^-\-Vy)\^^u:f.^}\^-4 - (2, 4--:^7;V*n-5-- 
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wo 01/68613 



PCT/JPOl/02158 




NO2 



5-^no-i-i/-7;i/:^-n^-f-;u-4 - (2, 4-v^7;v:tD7i — ;v) - 
2-^^}]^\^V - 6 (2. Og) ff:>mmm (20ml) StSEI-. 

?^T> ?gm (60%. d=l. 38. 1. Og) «r*9>o< »JMTL, 1 i^l^mW 
Lfzo KM^yKy}^ ( 2 0 0 ml) tca^r. frUi t;^^@#*^^. TKSfe. L 

(3) 5-^^00-4 - (7-7;l/:^n-3-*^V-2H-l, 4--^>V*:t 



5 — ^'nn-i-v7;l':^-a^.5=-;i/-4 - (2, 4-i^7;l'*n-5-— 
7j:-;1/) - 2 -^^Utf U 5 6 > (2. Og) i: U - /UK ^ -9^ 

(1. 2g) tfDxh^tKn^^V (50ml) ?K)^T, 6 0 

f >; 'J'-i" (0 . 3 5 g) *inx./io Mta-e 3 B#Kit^^^. (3 o o m i ) 

■e^;^. L/co nhfitzmm^mn ( 2 . 0 g . atm ( 1 0 m 1 ) . m 

(10ml) t7X(30ral) 'tHUz.. 3 B# iD 11!^ ^ VjfE L ^ o ( 5 0 
m 1 ) bS^m^^}^ (10 0ml) JDx.. * ^ SU L o 4r 

@fi<j!fel. 1 g «r#^o SR'fe@'l*:o 
(4) 5-^nn-4- ( 7 - 7 ;V o - 3 - :t ^ V - 4 - T' n ;i/ - 2 H 
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wo 01/68613 



PCT/JPOl/02158 



f; 5 6 > {:^^mit^^^o. ei) o-^^ 



5_^nn-4- (T-^^VjJ-D-a-^i-^V-aH-l, 4 - ^ > i/^i" ^•^^■ 
^;>_5_^;^) _i-vf-7;i/^n>f^;i/-2-;<'^;l't?'J5-:^>-6-:i-> ( 
1. Og) tOT-feh-hV;^ {50ml) 7°n >'^°;^^;^ ^ a 5 K ( 1 . 

0 g) fc^^^U'i'A (0. 6g) ^rinx., 3 BfFB^JD^a^ t/Co «ET> 
§*L, 10 0ml iSrJ)Dx.> It®? ^VT-Jfiffi L o # ^ *L/i>Sr1t® =Sr 

y^o H^. 1 9 7 - 1 9 9 

(1) 4 - (5-T5>'-4-^'t3n-2-7;i':i-D7i;:^;l/) - 5 — ^-nn- 

1 - V 7 ;^ :t n ^ ;ix - 2 - > ^ V 5 V - 6 - >' c^-^^ 



5_^no_4_ (4--^an-2-"7;i'*n-5-^>D7i^JV) -1- 

i/y Jly^o ;i^Jl' - 2 - - 6 - :t> (3. Og) <^ItlS.2:- f- ;v 

(10ml) (2 . 5 g) , Itll (10ml) (30ml) i 

JPX> 3 ^KiPilJlsS L/Co tK ( 5 0 m 1 ) t gtmj:.-?^;^ ( 1 0 0 m I ) * iP X 
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wo 01/68613 



PCT/JPOl/02158 



(2) S-^'on— 4 - (4-^'nD-2-7;V:t-n-5-^^'>;^;v* — 



4_ (5_7'5y — 4— ^rnn— 2— ^^l/^J-n^i — J^) — 5— ^nn-l- 
~>* -7 ;V :t u ^ f- - 2 - ^ ^ V 5 > - 6 - > ( 0 . 7 0 g ) (^m^fb ^ 
> ( 3 m 1 ) l-s *?%T. ^ ^ > X ;u * - n 7 K 0 . 2 8 g U 

0 . 3 3 g =Srinx.^o gia-c a a mmw^. tK^Ijpx.. l 

5 g *#^o Sll^ 1 7 0 - 1 7 2 TCo 

(1) 5_^nn-4 - (4-^'Dn — 2 — 5-3 — K7i — - 

1 - 'jy u ^ }V - 2 - '} S. :y - 6 - ir > (si^^BJ '(b'&t) N o . 

2 9) (^-^fifii 



4_ (5_7'5y_4-^rnn-2-7;i':tD7ji — - S- ^'nn-i- 
>^-7;u:tn^-f-;v-2-^-^;vt:'J5v:x-6-:^->' (2. Og) coT-feh> ( 
10ml) 1 2mM^m. (2ml) , * (15ml) 25:0^3 -J^fc* A 

(2 . 0 g) ^rJJDx., *.^T^ m.mm^ h';^^A(0. 80g)<^*(2ml) 
?fm=S:T!IT L^o mfit?0 . 5I^rait^^. S:JSii'&!fe4:*.7K ( 2 0 0 ml) 
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wo 01/68613 



PCT/JPOl/02158 



XfV^i-}^:!^-7-}^ (10 0ml) (Om.'^Wi^^zm^^itc U < 

9Ai.a-7h^^57'f - (^^m ; itmJ^^^v/^^^>= 1 / 9 ) -C'iliML^ 
gfitil^l. 9 g =Sr#7to it.^ 1 0 1 - 1 0 2 *Co 

(2) 5— — (4— ^'nn— 5— ^T>' — 2 — 7;V:tn-7*^;l') — 
l-5;-7;V:e-npt-f-;i/-2-;^-?';VVi'iJ5i^>-6-*> (sjcfl^-fb-^!-^ N o . 
3 0) <^^^ 



5_^cia-4 — (4 — ^^no-2-7;l':^n-5-3— K7j. — -1 — 

':;7;w:tt3^-^;i/-2-^^;i'tr';5i^>-6-5«-> (i. 6g) <on, n-v' 

^ f- * ;U A T ? K (20ml) ^miOT ^-fbSI (D (0 . 4 2 g) ^ttlx. 
, M^#H^Tt?5l^r^lJDi^jimL:^Co ^X?&T, mik^dll) (0. 5 0g) «0 
liJtg^ (2ml) ^Wi'klXix.. 0.25 B#I^#L < ^^'Ltio KBU^^^:^ ( 
10 0ml) t^m.^'f-)^ (100ml) <Dm.^'^M^ ^ :f:-^!fe*^SIJ L 

^^?->'=3/7) t?lti8L, BW!gfe;l. 0 g 4r#/^o Ul^ 1 2 4 - 1 2 5 ICo 
(3) 2-^ncr-5 - (5-^'nn-l-->f7;i':^-np«'f-;i/-2-->«-^;l'tr'J 
5c;>_6-:«-V-4--l';v) - 4 - y }V u ^M.^Wt<r>^^ 



5-^nn-4 - (4-^nn-5-i^Ty-2-7;i':tn7jic:^;i/) -1- 




Me 
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wo 01/68613 
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i;7 A-ri-u ^ 2 -> ^;H^V 5 6 -:i-> (1. Og) i 4 9 

(10ml) l^iD^, 0. S^BiniliSm tfco RSiS'&tJSr^.TK (2 0 0 m 1 

(4) 5-^an-4 - (4-i^nu-2-7;v*a-5-^>^->*;u** — ;v 
it'k^U o . 7) O-g-fiS 



2-^on-5- (5-^'nD-l-v-7;V:taj<^;i/-2-p«f-;V'tri; 5v 
^_6-:j->-4--f;V) - 4 - y }l^*'O^M.^m (0 . 1 0 g) tli&'fk^:^- 

}u (2ml) *Sn^, 2 ^Hinlfesabf^o ii*'Jo:^'^^:^:^---'^*@*t^Jm^ 

(5ml) *^D^^ 3 ^MinlKl^SSiEb^o nhfifz^ 
L, E^mo. 0 4 g «:#/;o fft^ifeSo 

C^ifefi! 6 ) 

(1) 3_ ( 4 _ a u 7 A-;!') - 1 - ^-(l^T 5 y yn^^- 3 >0 



4-^rnnr-bV7iyv (lOg) ICN, N-v-^•9'^»"J«^^-^T5K^^p«•^ 

(3 0ml) itn^. 6mmmmMm.Lfzo Mm<DN. n-^?^-^ 





0 
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wo 01/68613 
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(2) 4 - (4-^^on-7j:.-;W) lif U ^ v^>- 2 - >0^^ 




Y 

O 



3_ (4-^nn7A — - l-v;>«^;UT5>'yn--?:/-3-:e-> (5. 
Og) <Dl . Z-v^^b^vi^'V (50ml) JtJfe K , Wi^ ( 3 . 6 g ) 
h V A ^ h d[^-> K (2 . 6 g) «rtDx^ 1 2I^Kljn^Sm U^So MET^ 
®*L, tK (2 0 Om 1 ) *l]flA> matr^'S^tM 2 5S5ei^lg*tB^/Co WtB 

(3) 4 - (4-i'nn7j.:::.;U) - l-v7;V:tn^5=-;H^V^v^>'-2-:t 
> (3f:|&?g'fb-a-%N o . 6 4) (D^m. 



4_ (4-^0070.^ li';5v>-2-:^-> (2. Og) ON, N-i^ 
^•f-;v*;UAT5K (2 0ml) -mWii:^. yu ^ if y )V :^ ti^m^'f- (3 . 0 
g) , mWt:^ V^J^ (1 . 5 g) t^m^ir'^^M. (0. 50g) «rDDx.. 100 
■CT?2 ^Wit#Ufeo S:jCiS'&-!fe>**7K ( 3 0 0 ml) iC^r. 

/ 8 ) -cm^ s mm o . e o g Sr#^o Bt.^. i e 4 - i e e "Co 

t7t> S!l^t?i:LTO. 8 0g<:O4 - (4-i>'nn7j:. — ;l') - 2 - 'Jy Jl^:^ 
a ^ h dp V e «; ^ V > * #fv:o U!^ 112-114t: 

mmm ? ) 

(1) 2-T5y-4 - (4-i'nn7jL — /I/) tf V 5 5/ > - 6 - > 




0 
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wo 01/68613 
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HN^N 
NHa 



4 _ ^ n D^y V-f ;vi^l^if^;v' (20. 0 g) t ifr^-Jy^m^ {12. 

6g) O^^'y-^W (400ml) MiitSt-. MI^T. i-VV^^^}'^'>V ( 

11. 9 g) itax.-^^. 6 i^Pfl^ffi L^o (4 0 0 m 

(2) 2-T^y-4 - (4-^'an-7ji-;l') - 1 - 'J V )^ :t u ^ )U }^ V < 
'J>-6-*> (sicHB^-fb^i^N o . 5) O-^^ 



2-7$y-4 - (4-:J'on:7i — tf'J^i^^-e-:^^ (10. Og 
) tON. N--:^^^;W'3^;V-^T5K (3 0ml) ^^^tt^, 7'n ^ v "7 n f^lJ 
aif^;u(27. 5g), 1. 2--:?^b^->^^>(30ml). tK^^U V -9^ 
A (0. 5 0 g) ^m^. v9)o < OJin^L/Co OX:KX§^mii'it\^t^fZo 

)U/^^^y= 2/1) "Cift^L, gfi<)!^3 . 5 0 g \ 3 6-13 

8 *Co 

(3) 2-T5y-5-^'nn-4 - (4-^'nn7j.:::^;i/) - l-i;7;U:i-n 
^■?^;H^';5':/>-6-:t> (2|s:|&ig'fb'^!toN o . 6) O-^^ 
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wo 01/68613 
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CI 



_5_;j-> (2. Og) nir un^)V2>. (70ml) ?t^8^^C^ 7K5%T^ t e r t 
-f^}\yj^>( jH^n^'fb (1. 2g) SrfiST LfCo ^.U.-^ 2 NFl^lt^l^x 

>= 2/8) T^tt^L, ^mmi . 1 g *#;to Ifi^. 171-17 

3 "Co 

i%mm 8 ) 

5 — :^an-4 — (4-^'nn7i— ^l') — \-Vy)Vyir'o:^i-)\'-2— j^-f- 
kf; 5 e^^- 6 > (^Jcl&^'fb'a-'gjN o . 2 3) ^^-^^ 



n7a.ri;v) - l-v?7;l/*D;>«f-;i/tf>;^i^>'-6-*>' (0. 80g) 
Igig t e r t - (0. 32g) ^rJPx., 80"Clct:i. 5 ^Wm^^b/^o 

% ; i^l^i^ji'/^ds^-9->= 2/8) TlilS&U^ @W!^0. 3 5g=l-#:^o iSi.'S 
1 0 7 - 1 0 9 "Co 
C^iS^J 9 ) 

(1) 4 - (4-i'nn7i — ;l') tf U 5 v > - 6 - :t > 





- 42 - 



wo 01/68613 PCT/JP01/021S8 

4 -{r xin^>\ryf n^^^cT.^)]/ (lOg) t^/i'j^r ^ -yy^i^^ (5. 4 

g) 0)jLif y> -fl. (250ml) MT. h V A > ^ v K (6 

. 0 g) Srjnx.^ smmmmLito mm^^^. mitu^TK (2 5 o m i ) *Jra 

(2) 4- ( 4 - n n 7 i - 1 - ^ 7 n > •^;n:' V 5 > - 6 - * 




4- (4-^^na7i:^;v) eU5v^v-6-*> (5. Og) <Dlf. N-v* 
^•f-;i/s^;i'AT5 K (2 0ml) . n ^ 5/ 7 Jl' n jc-^ ;l/ ( 1 5 g 

). 1, 2-y^>^'>.3i^'V(20ml), ^^-fk V^-^-i^ (0. 29g) * 

>; i3V)\^i3 y J-.i^ }• ir'7'7 'i - mmm. ; i^@Ja^^;i^/^^-9-> = 2 / 8 ) 

•^ttS^L. S«J!©1. 6 g *#3to *^-fe@#o 
(3) 5-^'nn-4- (4 no7*~;l') - 1 - y 7 n ^ tf V < 
v'V-e-:^-^ (:*:|&^'ft:-&trN o . 18) <r>'^^ 




1. 5g) C0r5'na*:;vi. (70ml) tKJ^T, t e r t 

^"^'ny^h (0. 9 5g) **nx;^^o ^^3t#m> 
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wo 01/68613 
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TiSSi iWt^ 0 . 8 0 g Sr^l^to Sfi^ 5 9 - 6 1 ro 

immm i o ) 

(1) 4- (4-:^on-7i-;l/) - 5-vT^-2-pi-?^;H:f';5i^>'-6- 



j><^-a/N-T-fe-^;W-4-;^nn^>X-i'^T'-h (lOg) (O:^ 9 J -J^^ ( 
2 0 P m 1 ) ?§?fi[tw, v'Ty S^mr ? bM4 . 0 g ) t h U A ^ b ^ -> K ( 
2. 6 g) ?:tnx, 3 !^Fa«-fitLLyto ^SI^tK (10 0ml) i: 

-rV7'ne;l^J^-x;i' (5 0ml) ^JDx.attiL, # ^tT^TK^ , ®^ttJC;&-5) 

(2) 4- (4-^'nn7j. — ;!/) 5-vT>'-l-v7;l':^-n^-^;i/-2-^ 
•^;H:f i; 5 v?>- 6 > (2|cf&§g'fb-^i&N o . 3 4) O-^^ 



4 - (4-i'nn7i-;i/) - 5-v'T>'-2-^f-;l/tfV5vf>'-6-:*->' 
(2. Og) N-y>^;v^^'AT^K (10ml) fxi^'^-y 

;l/:j-ni^SJjtf-;i/ ( 5 . 0 g ) , 1 , 2 -i?^ h > ( 2 0 m I ) ^ tK^ 

'ffc';f->>A (0. lOg) ^Irijnx.. v9)o<»)Jn^Lf;o-*?J80'CtCTO. 25IBF 

v"J *y;v^|5t^^^ (Sr^a^ift ; @^M•3^•^^^/^^•^^>= 2/8) -CiiSML. 
i»t»0. 30g*#^o SijSCl 5 4 - 1 5 6 "Co 




HN^N 
Me 
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wo 01/68613 PCT/JPOl/02158 

(1) 5_^nn-4 — (4-^an-7jLj::;v) -2-p<f-;vtf';5v^>'-6- 




4_ (4_-^ni37*-;u) - 2-p»-?-^l'tfV5y>-6-:a->' (lOg) <D 
(100ml)?§?Ki:N-^'nD3>'^^®'f5K(6. 6g) tin£, 12 

ccicT. 0. s^KititLfco MEtT^ mm^^^i^. nm^mm^f-}^i<'^M 

(2) 5-^na-4 — (4 — ^nn^* — ^v) - 2- -jt-f-;v— 
;<-?^il/tf'J$y>-6-:t> (:^flii'fk#^N o . 2 6) 

Ci 

0^ 

5_^nn-4 - (4-i5'nn-7i.:^;i') - 2-p«'f-^'tfU5i^>-6-;*->' 
(0. 50g) <^)1, 2-':^p<>^'>-x.^'> (20ml) ^W. \Z i/ u u /. ^ :f. 
^;b;^;i/-7 ^ K (0 . 2 8 g) 'SrJHlx., tKS^Tx Tlc^-fk U ■f- 'i' a (0. 0 2 g) 

0 vU ^'J^^i'^flStlfJi^ (SPB?^^ ; i^m^^^v/^^-9->= 2/8) T- 

!filiJL> Bfl<J!^ 0 . 2 2 g S:?#/io SfiA 1 0 5 - 1 0 7 ^0 

1 23 

(1) 5-irU}3-4 - (2-7A':^n-4->h^v-5-— bn7i-;u) 
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wo 01/68613 



PCT/JPOl/02158 




HN^N 
Me 



5_-^an-l-v'-7;l^:t-n^^;V-4 - (2, 4-i^7;i/:«-n-5--hcr 
^^-;^) _2-^^;HiV5v>-6-^^' (0. 5 1g) O-rhvtKn^ 
7> (4ml) ^mic. h h^-> >M0. 2 3 g) ^inx.> ^?at?i 

2ltF^lit^t/;o tK. (3 0 m 1 ) «riD^> g^^^ ^ t ffltil L ;^>ro ^r* 

(2) 5 n n- 1 - v*7;v^t3 j>{ 4 - ( 2 - 7 ;V':^ n - 4 - ^ b 



5_^t3n-4 - (2-7n/:tn-4-;<h^v-5--Vn7i-=^;V) - 2 
->^;l'V;-';5v^>-6-*> (0. 42g) <^N, N-y>^;V*^AT5K 
(3ml) 'MWL 7* n ^ V 7 ;W :t D ftl^-^-?^ (1- Ig) - 1. 2-v^> 
if-i^jL^y (3ml) X TK-S-fb 'Jf-7A (0. 04g) ^rJnx, 100rHT4 
^fflm^t^o mJET. J^SiCTK (1 Om 1 ) ?ri3Px.. 

i-x;v-ei5fc», gilt, 0 . 1 6 g «r#^o ?*^!feSro 

(3) 5-'^uxJ-l-i;y)V^ti:i^}U-4 - (2-7;W:tn-4-l:Fn^ 




- 46 - 



wo 01/68613 



PCT/JPOl/02158 




F. 



OH 



NO2 



5_^nn-i->7-7;i':tn^f^;v-4 - (2-7;i':tn-4-> Y ^i/- 5 
Y u y - 2 - >^'f-)i'^V & - (0. 16g) (D^ib ^ 

(3ml) mm^. 0 ricTH^'fk'i^'t'S (0. 12ml) M'i^ 
-CO. 7 5 B#Htl# Lf«:o (1ml) ti^on*;VA (20ml) «rl3Px.> 

(4) 5-:^an-i-y7;V*n>i-?^A'-4 - (5-T^y-2-7;W:t-n- 
4,-}^: yo ^'yy - 2 - :^ "f- i^^^^ ^) ^ y - ^ - ^ 'y <0^!St. 



f^gfo^^/U (2ml) > W^m (1ml) iiTK (2ml) <r>m^WH^. ( 0 

. 0 8 6 g ) * in X. , SSiE U***'b^ 5-^'Dn-l--y7;l':^n^^;V-4- 
(2-'7;l/:to-4-li Fndrv-5--hn7j.-;V) - 2- ^-?-;Hi''J ^v' 
>,_6-:j->(0. 13g) (Dmm^^}^ (2ml) -^m^^iT Lf^o ?i^T^T 
$e>lC0. 7 5^P^3l5ltLf>:o ^-^tj^^sof^^ * It®? ^ JV TiSm 

mi a-^^'^yX'ikW^. l£*SbL, iM^O. 10g«r?|.^o mSB^¥d^o 
(5) 5_>^nn-l-v7;i':i-a>»«f"JU-4 - (6-7J^:a-^■/>^>V:t^•^3■^/ 
nv-5--<;v) -2-jff-)V^^}^i^y-6-ty (O'^Wu 
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wo 01/68613 
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t Kn^->7 - 2 - ^ V 5 V > - 6 - * > { 0 . 1 0 g) <DT ^ 

\=.\^))\^ (2ml) Tg?£lC> N. N' -v?;^:^ ->V-f 5 h (0 
1 2 g) ?rUn;t> ^iat? 1 ^M^#Lfco ;jc (20ml) SrlHl^^ f^igx^;i/ 

(g) 5_>!.nn-i-':^7;u:i-n^f-;i/-4 - ( 6 - 7 ^l' n - 3 - 7*0 
^;^^>'V:^-^•^f^/^>-5-'^;^) - 2- ^f-;n;°u ^v^^-e-:^^ (5is:^ 
^'Ib'&ifeN o . 6 2) 



_5_^;l.) _2-^f-;i'tr';$v>-6-:t> (O. llg) cor-th-h'; 
;v (50ml) ?S^BLt-. yn/-?;i/^;v:/o 5 K ( 0 . 0 6 g ) bKB-^ V a ( 
0. 0 9 g) *lin^x ^ia-Cl 2I^H«#L^o 5p?§w«r^gum, 

3/7) S^^O. 0 7 g*#7to Bfej^l 6 0 - 1 6 lie 

tnmn 1 3 d 

(1) 4 - (4-rn-t-2-7;U:tn-5-P«h#->7i-;V') - 2-^-?'-«' 
Vf';5vV-6-*> {^^tmit^^N o . 5 0) O-g-^ 
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Me 



4 - yn^ - 2 -•7;i/* u - 5 -j< h *^«"^>y^ J-f-;!/ (2 0. 0 g 
) (OJLir y-fi, (400ml) mmi^. T-bh7$ i^^Jfimm (8 . 9 0 g) t 

:^^';•^7Ap«^i^rvK(8. 50g) tirax-x 6 ^ra^tsst^o ^ 

it^CzKTK ( 2 0 0 ml) *inx.s ^: * 1 1? 6 * iD x. :^:o #<b^^^ 

J^- T- ;^T♦gfe^^ ^i^l-'S) i i: t:: J; 19 > i6t)t»14. 2g 
*#fCo i!li;^2 9 7 - 3 0 0 "Co 

(2) 4- (4— ■/n't-2-7;U:tn-5--><h^->7jt — JV) - 5-i5'an 




4- ( 4 - :?'n -t- 2 - 7 ^l':^- n - 5 - p« h V 7 Ji-^-) -2->f-;H^»; 
$'>*>-6-:«-> (14. Og) Og^^ ( 2 0 0 ml) \,ZN - ^ X3 u a /\ 
m.^ k }f (6. 60g) «rinx., 120'Ctc-C, 0. 5 ^mH^WL-iHo MET, 

(3) 4 - (4-:^n^-2-7;l':tn-5-p«h^v7i — ;V) - 5- ^'t3n 
-l--:^7;V:J-n;>«-^;l'-2-p«-5^;Hi'';5v:^-6-:i->' (^^ifl^^-fb-^^ N o 

.51) o^m 
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4_ (4_yn.:E-2-'7;l':a-n-5-J»«h^v"7i-;V') - S-i'nn-a 
-^^;H^i;5y>-6-:^> (15g) <^N, N-v^^f-;V*;l^A75K (1 
0 0ml) •7'n^v'7;l/:^-n@^m-^^>'^ (2 5 g) > 1 , 2-v;< 

vi^' > (10 0ml) , :^m^tv^^^ (0 . 5 0 g) 4: tax.. o < •) tail! 
LfCo 8 0 X:#i£T-co^r&75^'i5$ t o7tf^> ^hKO. 5 ^F^MtjS, Lfco MffiT 
. ?§SI?*L. ^SEl^*.7K ( 2 0 0 m 1 ) =S:Jnx., v ai-?^ i - x ^i^T'tt tB L 

) t?mSiiL. iWife 5 . 5 g S^^»;'^:o Ul.^ 1 1 6 - 1 1 7 'Co 
(4) 4 - (4-rn^-2-7;l'd-n-5-tKn^v7j:.-;V) -5-^^ 



4_ ( 4 _ y a ^ - 2 - -7 n - 5 - b ^ -> 7 i — - S-i'nn-i 
-v'7;l';e-n>-f-;i/-2-^f-Jl/fc:'V5v^>-6-:t>' (5. Og) <D^it ;^ 

V > ( 1 0 0 m 1 ) 0 'ct;T = :i:^b'i^ 'J'^ dig) iiu^. gfi-e i 

8i^K$l#Lfeo jRlSfSSr^KTK (2 0 Om 1 ) iciflx, n n ;i/ Tfft ttl t 

(5) 4 - (4-'?'n-t-2-7;l/:^n-5-'fV7'n:3*^v7j:.-;i') - 5- 




FgHC \ 



Me 
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4_ (4_-yn*-2--7;l/:e-D-5-tKa'^v7A-;i') - 5 - ^ ti ti - 
l-5/7;V:^n^^;V-2->^;VtrU5v>-6-*> (3. 3g) (DT-tV 
- > >; ;v (50ml) mm^. 3 "^it-i y tf;!/ (3 . 6 g) tm^R^^ V 
^ (1. 8g) *iPx.> 2 ^^il^^L/Co v#S^*^^ * (10 0ml) *Jra 

( 6 ) 4 - ( 4 - -> TV - 2- 7-n/:tn-5-'fV7'D.-J^^~>7Jt:::;l') - 5- 
^t3n-i-$;f:7;u^n;>j-^;i/-2-^^;i't?';5i^>'-6-:^> (3j:f|?|'fb-^ 
q^N o . 5 3) O-^^ 




FgHC 7 
Me 

4_ ( 4 _ ^- 2 - 7 n - 5 V T'n ^J^df-i/^ i:^;i/) - 5 - rJ' n 
n-i-y7;i':tD;*^;l'-2-^^;Vtf'J5y>-6-*>' (2. Og) c^N 
_^ 2 - t-n 'J K> (25ml) vT ^-fli^-li ( 0 . 8 4 g) 

ta^^tm-m (0. 2 0 g) ^Dnx. M^emtTtf^. i s 5x:KX4wmm 

W\^t:o OX^t-^^m'^. em^mmCSml) *inx.. 0. 2 5^F^m#L/^ 
o iRJSS^il&SrS^i^J^^^^ (100ml) fc^lc (100ml) om^»it-*its 
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mm^mwo 

(1) 5_^nn-4- (4-v'7y-2-'7;i'5i-D-5-liKD^i/-7j.-;i'- 



4_ (4-->7'y-2-7;V:3-n-5-'fV'7'o;^°^>'-7i^;v) - S- ^'C 
a_l_2;'7;l,:^n^-?-;i'-2-p!^-'Hi'y5v^>'-6-:r> (0. 70 g) CO 
ffi4k^^V> (3 0ml) ^fSlCx O'Ctc-CH^'fb*^'^ (1 . 4 g) «rlJDx., 
^iat? 1 8^ra^#LfCo R^D^8^*:?X7K (3 0 m 1 ) l^trax.. nn.i>;l.AlcT 

(2) 5_>^nn-4 - (4->'T>'-2-7;V:i-n-5 - ( 1 - ;>« f-ZU T'n 
(^f^UBJ-fk-a-^N 0 . 5 2) (^-^^ 



5_^an-4 - (4-vTy-2-7;V:^-a-5-liKn#v7x-;v) - 
l-i;-7;l':*-ap<-f-;l/-2-^'^;l/tf'J5i^>'-6-:^-> (0. 40g) OT-fe 
h^bV;!/ (SOml) ^^8t^-^ 1 - > •J^ -'I' y n ;y ;u p« •^^ ;^ - h ( 

0 . 3 6 g) . m7i(.^m^ V-JA (0. 25g) kS'^'fk^'J'^A (0. 06g 
) *inx.. 3I^HMiii£Lyi„ i#jK®*^> * (SOml) iM^. S^®?i^;nc 
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(1) 5-rJ'nD-4 - (2, 5- v 7^^:3-0-4-— hn-7j^^;u) - 2-;>« 




Me 



5-^'nD-4 - (2, 5-->*7;U:e-n7i-;l/) - 2 - j( ^ }V \£ ^) ^ i; y - 
6-:^> ( 1 0 g) (40ml) mUiZ. jk^T. I§'M5S^ (d = 1 . 

52, 8ml) < 'omTL. SSt? 1 2 V^mmWL-fzo .KiSfS^TK^K ( 3 

0 0ml) tcj^r. g^m^^-'l'lc-Cttffi L/Co SrTKgfe, l«7K«i^-v * v 

(2) 5-^^00-4 - ( 2 - 7 n - 4 h n - 5 - 7'ny'?;u^;l/T 5 y 




Me 



5_>^nn-4 - (2, 5->?7;l':tn-4-— hn7i:::^;i') - 2-;<-^;V 
tf'J5i;>-6-:^-> (3. Og) (Dy-Yy\LVuy^y (30ml) •^?^IC7' 
u^<i)V^)Vr X > ( 1 . 1 g ) i: h :x.^)\,T ? > ( 3 . 0 g) ^iDx., i^rST 
1 2 ^F5$l#t^o 7K (50ml) (3ml) ^^JOx., 

®*L. *aiiOgfl^)t>3. lg*#^o^fe@#o 
(3) 4- (4 -75 2 -7;l/:tn- 5 -7'D''<;W^-a'T5 y - 
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Me 



5-^t3n-4 - (2-"7;v:^t3-4--=^hn-5-:^n/"«>^;i/75 J v :x. 
-;^) _2_;,i^;HiU5v>-6-*> (1. 2g) OS^m J^"^ ^l' (15ml 
) ^mi^I^S? (2ml) , tK (20ml) (0. 80g) *linx.> 3 

(4) 5_^nn-4 - ( 5 - 7 n - i - T'nv''?;!/^^ 2 - h U 7 n 




4_ ( 4 -7 5 y - 2 - -7 t3 - 5 - T'a ^^-^jl/^jl-T ^ >' 7 J. — ;!/) -5- 
^'0n-2-p«^;l'tf';5v'>-6-^> (1. Og) * h V 7 nf^® (1 
5ml) l'v#>4-L. 2B#F^it»SL;^Co ^^^i®*LT#^b^^7taffi^::* (2 Om 1 

5^;l//^^-9->= 4/6) T-)iiSSL> a6*)!feO. 6 0 g *^|/^o ^It^ifego 
(5) 5 _ ^ n o - 1 - y7 a ^ 4 - ( 5 - 7 n - 1 - 

2 - h ij 7;l':tn>-^;w^>V-< ? ^V-l^- 6 -'f -'I') - 2 - J«-^;H:f 
';5v>-6-:t> (:*:^?9'fb'&!K(N o . 63) O-^fiK 
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- 2 ^^I'trv 5 6 (0. 6 

0 g ) <ON, N - V > ^ ^^ * ''I' T < K (5ml) V^rS ^ a 7 ;l' * n 

;W (0. 95g) ^ 1, 2-v;=<h^v^^> (5ml) > Tfc^-fb 'J 
A (0 . 0 2 g) iUak. k9)o < Jjin^Lfco 8 O t:#)£-ecO|&^:6^i5 $ * o/>: 
$ *bl;0. 2 B^railliKLfCo ^JET. i§ig®*L, ^tttCTK* (2 0ml 

;v/^^HJ->= 2/8) -Cim^L. gMI&O. 2 0 g «r#fco #Jit4^!^®o 
4 7t , SiJ^^!^ tL-C, 5-2^nn-6--:^-7;i/:*-n>h^v'-4 - (5-7 

^ _ 2 - ^ •?^;v e V 5 0 . 1 9 g Sr#7to ^*t^So 
CHiS^^ 1 6 3 

(1) 5-^^00-4 - (2-7;l/:^c-5 - (4->b^'>7a.y^v') - 4 
-^ha7i — ;V) - 2 - P« -^A/lf U 5 -^'V- 6 XJO-g-^ 




Me 



5-^nn-4- (2, 5-e^-7;V:«-a-4--fn7ji-;l^) - 2-^«-^;V' 

ifv^i^v-e-:^-^ (51 og) ti-^^Y'^-yy^y-}^ (4. sg) «on 

T<!-'J :^^)V^)VJ^r ^ K (50ml) itJeit^, 0 "CICT 6 0 %7K^'fb-^ > V 
-^7^ (0. 9 4 g) *j]nx., MST' 1 2S#F51tS^L/^o RlStS'^t^^r* (2 0 0 
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(2) 4 - (4-75>^-2-7;l':^n-5 - (4-;^h^->7j.>'=^->) y ^ 




Me 



5_^nn-4 - (2-7;l/:^n-5 - (4-p«h^v"7i>'^~>) - 4- — 
yuy - 2- ^^;l'Vi*';5v>-6-:t> (3. 2g) <75 @^ ®? -^^ ;V ( 

3 0ml) mWLKtl^m (5ml), 7X (50ml) (3. 0 g) ?:*Dx.> 

(3) 5_^nn_4— (2-"7;l':^D— 4 — a — K-5 - {4— J^h^'yy^ 




Me 



4_ (4_r5>'-2--7;U*n-5 - (4-;^h^v'7aiy^v') ^i — ;v 
) _5_;^nu-2->'f-;Hi*U5v>'-6-:t>' (2. 5g) OT-fehV (2 
0ml) mmzi 2^^Mm (Sml) , tK (10ml) 3 U -i^ A ( 

2 . 0 g) trlinx.> *.?^T, iBSgljl-:^ h V -t? A ( 1 . 1 g) <^7lc (4ml) 

*?iiTt^o ^iax-o. 5mmmw^> s^^s-g-tr^^icTK (5 om i ) 

f-;i/jL-r-;i' (5 0ml) Otl'&?64't::av^/«o fflcL < iti^ t***f>ffi?l®?*.# 
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(4) 5-;^nn-i-y7;V:^n^'^;w-4- (2-7;V:tn-4-3-K- 



5_^nn-4 - (2-7;l':tn-4-3-K-5 - (4-^h^->'7iy^ 
v) yjL=.}V) - 2-p«^;H:fU5yv-6-*> (2. Ig) (SON, N-v^^ 
T 5 K (1 0ml) ^rSlC, -/n ^ v? 7 ;W nS^®? A- ( 2 . 9 g 
), 1. 2-vf^>^->-3^:^>(l0ml)> 7KS4k V ^ ^ (0. 06g) ^ 
Jpx.. v9>o < ^mmLfZo 8 0 t^fja-col&yfeT&sis^ ^^^^s ^ P>t::o. 2 5 
^F^^SsitL^o MffiT, ^#S®*t> (50ml) *inx.. i^^J^^n^ 

(5) 5_^nn-4 - (4-v'T^-2-7;l':^u-5 - (4-^b^->7jL 
/3f->) ^i-^V') - 1 -i^-7;i/:^np{-?-;V- 2 •f-;^:?'; 5 ->*>'- 6 
(T^^tmit^'^i^ 0 . 6 0) cO-^iS 



5-^'nn-l-i;7;u*n^f-;V-4 - (2-7;U:^n-4-3*-K-5- 

(4_^].:=^P->-7j:y^v) 7*-;^) - 2- ->«-?^;i'fcr';5-:^>-6-:t> (i 

6g) <7?N->^;W'-2-t^n'JK> (20ml) l:: , >" T V-ffcH — ^ ( 
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0. 5 2 g) *ijpx., mmmmLfz^^. 1 5 or:Kx smmmni^tzo o-ct -e 

?&*P^, 1 Z^^^m (3ml) «rlJDx., 0. 2 5l§MSt*^U^o KlSm-^^fe* 
^m^^}^ (50ml) tTK (50ml) tO^S-^Tett: * > LJto 

/^3f.^y= 2/8) xmmL. iMi^O. 35g*#fCoiil^ 146-148 
•Co 

(1) 5_^rna-l--:^-7;V'd-np{f-A'-4 - (2, 5-5^7;V:tn-4-- 
hnyj.^;!/) - 2 - ^ ^ ;v y 5 v >' - 6 - 



5 - ^ n n - 1 - V 7 ;V'* n p{ -f-;!/- 4 - (2, 5 - 7 n 7 a — ;v) - 
2_^^;Hfij5-:;>-6-:^->' (3. Og) <^ r^ft ^ (2 0ml) W-Ui'. 
)^Tx ^'J15i^ (d=l. 52. 2ml) i ^ < mTL. gST* 1 2 B#wm 
^L^io S.I&^8[^r*7lc (10 0ml) iz^W. y J^- x ;v TW ffi L ^io 

8) -^i^iaL. ge<jti2. 2 g*#fec ^Jl-feH^o 

(2) 5 -^^ an- 1 -i;7;W:^-n>f-;U- 4 - (2-7;i/*n-4--hn- 
5 _ yny^^V^-^VT 5 y 7 i-;i') - 2 - ;>< f- ;V tf U 5 > - 6 - > (:*:fl?S 
-Ib-^t^N o . 5 4) 





Me 
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5-i^Uti-l-'Jy)\^:tUjt'f-}V-4 - (2, 5-v'7;l/*n-4--bn 
7x-;i') - 2 -^-J^iVl^'J 5 6 (2. Og) <0x h y Kn 7 9 

> (3 0ml) ^TSi::-/n^-?;i'^;V7 5 > (0. 6 3 g) t h V j^-?^;1'T5 > ( 

1. 2 g) ^ijnx.. Mfi-ei 2^rai*s^$Lyio mm^^m. tK (5 om n =srin 

3_ (5_ (5_-5^nn-l->?7;V*n>-9^;V-2-p«f-A'-6-:i-^Vli 



U J^®e>■?'J^ (1- lg)OT-feh-b';;U(20ml) ?# M 3' 
^ ,j ( 0 . 9 6 g) b^'itm-m ( 0 . 9 1 g) SriPx> 0 *CtCT 



u;v (10ml) ?#f&*?STLfco ^i^-e4 o^3>P^ii#m. mm^^Lfz. 

il-ftn^i^ S m.MMm. (50ml) *2jdA> S^mJ^^A'T-Jfiffi L/c ^ 3 

-f - (?#S!l?eL ; i^iSJ^^-'^/''^^-9->'= 1 / 5 ) -elilSltLx SKi^O. 6 4 g 4r 
C^M^aJ 1 9 D 

3_ (5_ (5_^no-l-v7;V:^-D^-9^;l'-2-^^;i'-6-:4-^yii 
Kn t: 'J 5 V- 4 ;v) - 2 - n n - 4 - 7;!/:^ n 7 j^-.'l'f-:*-) S^^> 




4_ (5_x5y — 4-i'an-2-7;l':^-n73^ — JV) - S- jJ^nn-l- 
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(sjsc^^'ffc-g-^N 0 . 7 0) (O'^i^ 




COsMe 



4_ (5_7^y-4-^an-2-7;U:*-n7i — - S-^'DU-l- 
y7;i':i-n^^;l'-2-^^;H^';^v'>-6-*> (1. 2g) 1^3 5 
(1. Oml) ^tPx.. 50"CICT0. 5^ra«t#L^o ^mt-^J^SPm, T-fe 
h> (10ml) >7X (8ml) ^;f-:^-i/'J=i-;i'®?^^;l' (0. 91ml) * 

Jbnx-s o-ctcT. b a (o . 7 o g) <^2K (2 m i ) v#tK*?stl 

^ia-t?3 ftKit#^. tK (5 0ml) ^Srinx. 'J:^^)V:x.-^)VX-mdil.fz 

>f - (^fifSl ; W^m^^)^/^^^''^= 1 / 5 ) -CSftSi L, ifi^JigJ 0 . 1 6 g S: 
#/Co Sll,^ 1 2 6 - 1 2 8 tJo 

immm 2 0 ) 

(1) (4-^rnn-2-7 n - 5 - > ^v-^ > V'f ^l') i^mJ^^^VO-^ 



!S|;l-tz4-^'nn-2--7;v^n-5-^ h^v^>V-f;w^'nV K (2 1. 
9 g) 1 <^ (1 ) >^ ra^^tc UT Bfi<Jt? 1 8 . 5 g Sr^ffco ife.^. 

6 3 - 6 4 ICo 

(2) 4 - (4-^^013-2-7 ;V':^n-5-;*b^-> 7*- ;V) - 2-;>f^;V' 
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13. 8 g) L^ ^iS^J 1 <^ (2) fc|W|^lwtTg6<j!^9. 3 8 gi^fz 

(3) 5-i'an-4 - (4-i'nn-2-7;i':^-t3-5-J^b^'>7jt — ;v) 

F^ 




4_ (4_^nn-2--7;l':*-n-5-;<V^v73:.^Jl/) - Ji't?'; 
5 5;v-6-*V (5. OOg) <D1S^^ (17 0ml) mWi lcN-i'nnrjy>i^ 
Wt-{ ^ V {2. 70g) «:Jd^, l20*Ci:i-C, 1 ^53*1*15 L/^o SiiSiESrMia 
tT??&^f^s tK ( 3 0 0 m 1 ) t^zbtt, :^ nn;^;VA-C}fta U^o *S®«:7K> 

mmi- > V -i^ A JCT^^, ^i^S*Lt:ifl«j!fe 5 . 3 2 g 'kntio SSA 2 5 8 - 
2 6 4 "Co 

(4) 5-^nn-4 - (4-^'Dn— 2 — •7;v:tD-5-:'<>^->7a: — ;v) 
-l-i?-7;l':*-D^h:S^->-2->'9^;l't:'';5v?>-6-;3-> (^Sl^^'fk'^^ N 
0 . 4 0) (O-kf^ 
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5-^nn-4 - (4-^'cra-2-'7;i':3-n-5-;^ h^v'^ju — - 2 
- ^ ^ ;V tf V ? > - 6 - * > ( 5 . 3 2 g ) ON. N - V ^ ;v 'i' A T ^ K 
(50ml) ?#?eLlC, :rn^v7;i/:f n@^mJi^;V (35. 6g) , l, 2 - 'J 
^hi^^i/i^V (50ml) ty^m^tV^^ -l^ ( 1 . 3 9 g) «ri)n;i> L ^ 
Tif'b 1 0 0*CIC-C 5^ra2rai6L;fco MStt?)^^m, tK ( 5 0 0 ml) iz^if^ 

a<)!fe 1 . 2 5 g i:^fZo MA 130-131 "Co 

(j^) 5_^aa_4_ (4-^nn-2-'7;l':^-n-5-t:Kn^->7i — ;v 
) 7 ;u^u^ >:^^?/-2-^-^;H^';5^^>'-6-;j-> (sJcH^g^fb-g-^l 

No. 73) O^m. 



5-^rna-4 - (4-^nD-2-7;i':tn-5-.><h^v"7i — JV) -1 
-y7;l':i-n;<>^v-2-^f';l't;'J^v>-6-:t> (0. 3 0g) co^-fb 
^•^^I'V (10ml) mwnz. OX:\iZX-=U'\t^'^m (0. 5 1g) *:Jnx.^o 
^S.ic-C 1 . 5 mmmW^. ( 2 O m l ) SrUnxs nn^;!/^ icTjsai 

o y^mm^yi^m. miicmmi- > v ^rigja^, ?#i£i3*L., iWifeo. 3 0 g 
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(2) 5-^^130-4- ( 4 - ^ n n - 2 - 7 ^l/^n - 5 - •7'n/'<;l'^;U:i-^i> 
y - l-i;7;i/d-o> y - 2 - ;^ "f- V < > - 6 - ^ > 

^it^^dH 0.41) <D^&L 



5-^na-4 - (4-^'nn-2-7;l/:^-n-5-liKn:^'>7i — ^V) - 
l-'Jyjl'^v:^y^'y-2-:^i-)^^V^'J>-6-^^'^ (0. 13g) <^T 
^Y=.y^}ny (10ml) mm^mTi^^lSt:^ 'J •> A (0 . 0 6 5 g) t ya/-?;!/ 
^-fl^T'n 5 hMO . 0 5 2 g) 4:iDx.^ 1 NpraiSiiiEt^o ^iSt-C?^^^, * ( 
2 0ml) =fciJnx.. v?a^'^;l'^-x;l'tC-C«Ul LfCo *7Ki5 i U^m-ffc-:?- h 

= 3 / 1 ) ■^J»SiLTgS<)i^ 0 . 8 4 g ^r#7to Hl^ 1 2 4 - 1 2 5 *Co 
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H, F, CU Br, I, CHO> COjH, C (O) NH2, SO2CI, C ( 
0) Me, SH, OH, NH2, NO 2, CN> Ph, Me, Et, Pr, i so 
-Pr,Bu, sec-Bu, iso-Bu, tert-Bu,Pen, neo 
-Pen, tert-Pen, cyclo-Pr, cyclo-Bu, cycl 
o-Pen, cyclo-Hex, CH2CH=CH2, CH (Me) CH=CH 
2, CH2CSCH, CH (Me) CsCH, OMe, OEt, O (i so-Pr 
), OPr, OBu, O (sec— Bu) , O (tert-Bu) , O (i so 
-Bu) , 0 (cyclo-Pen) , O (cyclo-Pr) , O (cycl 
o-Hex) , 0 (neo-Pen) , O (tert-Pen) , OPen, O 
Hex. OHep, OOct, OCH^Ph, OPh, O (4-Cl-Ph) , 
0 (3-Cl-Ph) , O (2-Cl-Ph) , O (4-Me-Ph) , O (3 
-Me-Ph) , O (2-Me-Ph) , 0 (4-MeO-Ph) , O (3-M 
eO-Ph) , O (2-MeO-Ph) , 0CH2CH = CH2, 0CH2CH = 
CHMe, 0CHMeCH = CH2, 0CMe2CH = CH2, OCHiC^CH, 
OCHMeCsCH, 0CMe2CsCH, 0CH2CH = CC1H, OCHaC 
CI=CH2, O C HM e C H aC H = C H2, O C H M e C H 2 C s C H , CH2 
CHaOMe, OCHjCHzOEt, OCH2CH20Pr, 0CH20Me, OC 
HiOEt, OCH20CH2Ph, OCH2O (eye lo-Pen) , OCH2 
O (cyclo-Bu), OCHaO (cyclo-Pr) , OCH2O (ter 
t-Bu) , OCH2O (i so-Bu) , OCH2O (sec-Bu) , OCH 
20Pr, OCH2O (i so-Pr) , OCH2OBU, OCH2CH2CH2OM 
e, O C H2C H2CH2CH20M e , O C H « O C H 2 C H 2 S i M e 3, OCH ( 
Me) OMe, O- (Tf9iiKnfe?7>'-2-^;i') , O- (xb^tKntf 
9:^_3_^;^) ^ o- (xh^tKae7>-4->f;u) , O- (xh^tK 
vyy>- 2-^)1^) , O- {t- Y 9 ^ y y > - 3 - Ji') , 0-:^^v9 
OCH2 (cyclo-Pr) , OCH2 (cyclo-Bu) , OCH2 
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(eye lo-Pen) . OCHa (eye lo-Hex) x OCH2 (1, 5- 
':;ji^}V\^y^/-)V-l--()\^) > O- (2. 3 - J^'K^v-T'n If , OCH 
2CMe=CH2, 0 C H2O C HiC H2OM e . OCHjCHjCsCH, OCH2 
(x b 7 V; KtJ 7 V V - 2 --f ;V) , OCH2 (2, 2-v^^;W-l. 3-v 
;^^V9>_4_.f;U) , OCH (CHzOEt) 2. OCH2 (rb^tKutf 
9>_2->f;U) , OCH2 (77>-2--f;l') , OCH2 (77>-3-'f-'l' 
) , OCH* (•rh7tKn79>-3-^ ;^). . OCH2 (S-^f-JW^i-^-fe^ 
;^_3_^;l^) , OCHMe (cyclo-Pr) > OCH2CH20CH = CH 
2, 0CH2CsCMe. O C H2C H2C H = C H2^ O C H 2 C H 2 C s C M e . 
0 C H 2C HjC H 2C s C H. O C H2C H2CM e = C H2. 0CH2CH2CHa 
CH = CH2. 0CH2CH2SMe. OCH2CH2OC (O) Me, OCH2CH 
2 i^JV^V > - I - 4 Jl') , OCH2CH2 i\£u ^) - 1 - y{ JV) , OCH2 
CH2 (2-t;n';K>-l-'1';l/) , O- { 2 - i7 12 -t > - 1 - ^ }V) 
, 0 C H2C H2O C H2C H2C 1 , OCH2CH20CH2CH = CH2, OCH2 
•CH20Ph> OCHEtCsCH, OCHPrCsCH, OCH (iso-B 
u) CsCH, OCHPhCsCH. OCHBuCsCH, OCH (iso-P 
r) CsCH> OCH (CHMePr) CsCH. 0CH2C = CPh, OCH2 
CsCCH20Me, OCHMeCsCEt, 0CH2CH = C (Me) 2> OC 
H2C KM e C H = C H2, O CH2CH2O CHjC^CH, OCHEtCHiOC 
H2CH = CH2, OCHMeCHaOEt, OCHMeCHsOPr, OCHMe 
C H2O C H2C H = C H2> O C HM e C H2O C H2C H= C HM e V OCH ( 
CH2CI) CHaO (iso-Pr) ^ OCH (CH2CI) CH2OCH2CH 
= CH2> OCHMe CH20CH2CH = CHC 1 , O C HM e C H 2O C H C 1 
CH=CH2. O C HM e C H2O C H2C H2OM e ^ 0CHBrCH20Et. 
OCH (CH20CH2CH = CH2) 2, O C H E t C H 2 C H 2 O E t . O (1- 
^^;Hi•^Vv^>-3-^>'^) > OCH2CSCCH2CU OCH2CH20 (2 
-Cl-Ph) , 0CH2CH20CH2CH20Mes 0CHEtCH20Me, 
OCH (CH2F) 2. OCH2CH20CH2CH20CH2CH2C Is OCH2C 
HMeOPh> OCHMe CH20CMe 3, 0CHMeCH20Me, 0CH2C 
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H>CH20Et. 0CHEtCH = CH2, OCH2CH2CH2CU OCHMe 
CH20Ph. 0CHMeCH = CH2, 0 C H M e C H = C H M e , OCH (C 
H = CH2) 2. OCH2CHCICH2CU 0CH2CH2CH2Br. OCH ( 
CH2CI) 2, OCH (CH2Br) 2. OCHMeCHiCl. OCH2CH2F 
, OCH2CHF2^ OCH2CF3. OCH (CFa) 2^ OCH2CH2CN. OC 
HeCHzBr. 0CH2CH2CO2Me. O C H 2 C H 2 C 0 2 E t . OCHPhC 
OjMbs 0CHPhC02Et^ 0CH2CH!NMe2. OCH2CH2S02Me 
. OCH2CH2CH2SMe> OCH2CH2CH2S (O) Me. OCH2CH2C 
H2S0 2Me, 0CH2C (0) Me> OCH2CH2 , O- ( 

,.-,j5,;;:^_2-W;l') > O- (4-7'^^UK-2->f;V) , O- (2, 3- 
a^^-^i/ynt*;!-) . OCH2CN, OCHMeCNs OC (0) Me, OC ( 
O) Et. OC (O) Pr> OC (O) (i so-Pr) , OC (O) CH = C 
Me 2. OC (O) CH2CK OC (O) CH2CCI3. OC (O) 

^ OC (O) CH20Me, 0C0 2Me, 0C02Et, OCO2 
Pr, 0C02i so-Pr, 0C02Ph, OC (O) NH2, OC (O) NM 
62, OC (O) NEt2, OC (O) NPr2, OCH2CMe = CH2. O (i 
s o — P e n ), SMe, SEt, S (iso-Pr), SPr, SBu, S ( 
sec-Bu), S (iso-Bu), S (cyclo-Pen), S (eye 
lo-Pr) , S (eye lo-Hex) , S (neo-Pen) , S (ter 
t-Pen) , SPen, SHex, SHep, SOct, SCH2CH = CH2 
, SCHMeCH=CH2, SCMe2CH = CH2, SCH2C = CH, S C HM 
eCsCH, SCMe2CsCH, SCH2CH = CC1H, SCH2CC1=C 
H2, SCH2CFS, SCH2CH20Me, SCH2CH20Et, SCHsOMe 
, SCH20Et, SCH2 (eye lo-Pr) , SCH2CN, NHMe, N 
HEt, NH (i so-Pr) , NHPr, NHBu, NH (see-Bu) , 
NH (iso-Bu) , NH (cyclo-Pen) , NH (cyclo-Pr 
) , NH (cyclo-Hex) , NH (neo-Pen) , NH (tert- 
Pen) , NHPen, NHHex, NHHep, NHOc t, NHCH2CH 
= CH2, NHCHMe CH = CH2, N H C M e 2 C H = C H 2, NHCHaCs 
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CH. NHCHMeCsCH, NHCMe2CsCH> NHCH2CH = CCIH 
, NHCH2CC 1 =CH2. NHCH2CF3^ NHCH2CH20Me, NHCH 
jCHaOEt, NHCHzOMev NHCH20Et> NHCH2 (cyclo- 
Pr) , NHCH2CN, COzMe^ C02Et. CO2 (i so-Pr) . CO 
jPr, CO2 (cyclo-Pr) ^ C02Bu> CO2 (sec-Bu) , CO 
2 (i so-Bu) , CO2 (ter t-Bu) ^ CO2 (eye 1 o-Bu) , 
C02Pen^ 002 (cycl o-Pen) , C02Pen^ CO2 (neo-P 
en) , CO2 (tert-Pen) ^ C02Hex, CO2 (cyclo-He 
x) , C02Hep, C020et^ C02CH2CH = CH2^ C02CHMeCH 
= CH2, C O 2 CM e 2C H = C H2, CO2CH2CSCH. C02CHMeCs 
CH> C02CMe2CsCH. C O 2 C M e 2 C O 2 C H 2 C H = C H 2. CO2CM 
e 2 C O 2C HM e C H = C H 2v C O 2 C M e 2 C O 2 C M e 2 C H = C H 2 ^ CO2 
CM e 2C O 2C H2 C s C C O 2 CM e 2C O 2C HM e C s C Hs CO2CM 
e 2C O2CM e 2C s C H^ C02CMe 2CO2CH2CH2CSCH, CO2CM 
e 2C O 2C H 2C H 2C H = C H 2> C 0 2 C M e 2 C O 2 C H 2 C H = C H 2, C02 
CH20Me^ C02CH20Et^ C0NMe2, C O N E t 2, CO2CH2CO2 
Me^ C02CH2C02Et> C02CH2C02Pr, C H 2 C H C 1 C O 2M e ^ 
C H2CM e C 1 C O 2M e . C H 2 C H C 1 C O 2 E t , CH2CMeClC02E 
t^ CH2CHB r CO2M e> CH2CHC 1 S O2P h, CH2CHCISO2M 

CH2CHCIC (0) Me. CH2CHCICO2H. CH2CHCICO2 
(i so-Pr) . CH2CHClC02(cyclo-Hex) > CH2CHC 
ICO2 (tert-Bu) s CH2CHCICO2 (i so-Bu) , CH2CH 
CICO2BU, CH2CHCICO2 (sec-Bu) . CH2CHCIC02P 

CH2CHCICO2CH2 (■f-h9tKn-79>-2-W;i/) , CH2CHC 
IC (O) (^;l'5^V>-l--f;l') > CH2CHCIC (O) NH2. CH2C 
MeClC (0) NH2^ CH2CMeClC (0) NM e 2. CH2CHCICO 
2CH (CF3) 2, C H2C H C 1 C 0 2C H 2C F 3. C H2C H C 1 C 0 2C H2C 
H20Mes CH2CHClC0NH0Me, CH2CHCIC (0) NHMe. 
CH2CHCIC (O) NHEt, CH2CHCIC (O) NH (i so-Pr) 
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, CH^CHCIC (O) NH (iso-Bu) x CH2CHCIC (O) NH ( 
sec-Bu) . CH2CHCIC (O) NH (tert-Bu) . CH2CHC 
IC (0) NH (cyclo-Pr) ^ CH2CHCIC (O) NH (eye 1 
o-Hex) , CH2CHCIC (O) NHCH2C = CH, CH2CHCIC ( 
0) NHCHsCHsOMe. CH2CHCIC (O) N H C H 2 C H 2N M e 2, C 
H2CHCIC (O) NHCH2C02Et, CH2CHCIC (O) NHCH (i 
so-Pr) COsMe^ CH2CHCIC (O) NHNMe2^ CH2CHCIC 

(O) NH y - 1 - ^ Ay) . CHjCHCIC (O) NHPhs CH2 

CHCIC (O) NH (^TV-;i'-2-W;l') s CH2CHCIC (O) NH 

(5_^^;^.Cv:^-^^^y-;^-3--^;^) , CH2CHCIC (0) NHCH2 
Ph, CH2CHCIC (O) NMe2. CHaCHBrC (O) NMe2, CH2 
CHCIC (O) NMeBu, CH2CHCIC (0) NMe (iso-Bu) 
, CH2CHCIC (O) NMeOMe, CH2CHCIC (O) NEt2^ CH2 
CHCIC (O) NEtPr, CH2CHCIC (0) NEt (i so-Pr) 
. CH2CHCIC (O) NEtBu, CH2CHCIC (O) NEt (tert 
-Bu) ^ CH2CHCIC (O) N (i so-Pr) 2, CH2CHCIC (0 
) NPr (sec-Bu) , CH2CHCIC (O) N (CH2CH = CH2) 2. 
CH2CHCIC (O) N (CH2CH2CI) 2. CH2CHCIC (0) N (i 
so-Pr) (eye 1 o-Hex) . CH2CHCIC (O) N (CH2CH = 
CH2) (eye lo-Hex) . CH2CHCIC (0) N (CH2CH = CH2 
) (eye 1 o-Pen) , CH2CHCIC (O) NMePh, CH2CHCI 
C (O) NMe - 2 - ^ }\^) . CH2CHCIC (O) N V 

^ CH2CHCIC (O) N (^rt^^WsJ^yv - !- -<-'«') ^ C 
H2CHC1C (O) N (4->f-;H^'<9i' ;l^) ^ CH2CHCIC 

(O) N (eye lo-Hex) Ph. CH2CHCIC (O) NMeCHaCO 
2Et. CH2CHCIC ( = NOMe) 0CH2C02Me^ 0CH2CMe ( = 
NOMe) . OCHzCH (=NOMe) , C H 2 C H C 1 C 0 2 C H 2 C H = C H 
2, C H2C H C 1 C O 2C HM e C H = C H2, C H 2 C H C 1 C 0 2 C H 2 C = C 

H^ CH2CHClC02CHMeC = CH. CH2CHCICO2CH2 (eye 
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lo-Pr). CH»CHC1C02CH2CHCICH2CU CH2CHCIC 
O2C H2C H = CM e C 1 , CH2CHC 1 C02CH2CH2SMex CH2CH 
C 1 CO2CH2CO2E t> CH2CHC1CN> CH2CCI2CN, CHaCH* 
COzMe. CH2CH2C (O) NMe2, C H 2 C H 2 C H 2 C 0 2M e ^ CH2C 
0 2Me> CH^CHMeCOzMe. CH2 (2-^onr^'/';K-2-^;l') 
, CH = CHC02Me> CH = CHC02Et^ OCHaCOjMe, OCH2C 
02Et^ OCH2C OiCHiCFs^ 0CH2C0aPr, OCH2CO2BU, C 
HFC02Me, 0CHFC02Et> OCHFCOaPr, OCHFCOiBu. 
0CHFCO2Ph^ CHClC02Me, 0CHClC02Et^ OCHCIC 
02Pr^ 0CClFC02Bu^ CHBrCOjMe^ 0CHBrC02Et, O 
CHBrCOaPrs 0CHBrC02Bu, 0CF2C02Me. OCF2CO2E 
t> OCF2C02Pr^ OCF2CO2BU, OCClaCOaMe. OCCI2C 
OzPen, OCH2CO2 (tert-Bu) , O Cn2C O 2F h . OCH2CO 
2Pen> OCH2C02Hex. OCH2CO2 (eye lo-Pen) , OCH2 
C02 (i so-Pr) ^ OCH2C02CH2Ph> 0CHMeC0 2Me, OC 
HMeC02Et. 0CHMeC02Pr, 0CHMeC02 (i so-Pr) . 
OCHMeCO^Pen^ OCHMeC02 (eye lo-Pen) . 0- (4- 
^^y,;j?_2->fjv) , O- (5-'0^'/'UK-2-'r;i/) X O- (6-^ 
jf.^ ^ ,) 2 - 4 n^) , OCH (COsMe) 2, OCH (COsEt) 2, OC 
H (COiPr) 2. OCH (CN) COzMe. OCH (CN) C02Et, OC 
MezCOzMe, OCMe2C02Et> O C M e 2 C O 2 C H 2 C H = C H 2 . OC 
Me 2C02CH2C = CH, O C H M e C 0 2 C H 2 C H = C H 2, OCHMeCO 
2CH2CSCH, OCH2C (O) NMe2^ OCH2C (O) NEt2, OCH2 
C (O) (^;U'^ V V- 1 -'f ^^) - OCH2C (O) NMe (CH2CSCH) 
. OCH2C (O) NMe (CH2CH = CH2) s OCH2C (O) NHMe, O 

CH2C (o) (i^n 1; V- 1 -'T ;!/) , 0CH2C (o) (e^uy>-i- 

^;i.) , OCH2C (0) Me^ OCH2C (O) Et^ OCH2C (0) Pr. 
OCH2C (0) CH20Me, OCH2C (0) (4-CI-Ph) . OCH2C 
(O) (4-Br-Ph),0CH2C(O) (3-Cl-Ph).0CH2C( 
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0) (3 -B r-P h) , OCH2C (O) (2 -C 1 -P h) > O CH2C (O 
) (2-Br-Ph) . OCH*C (0) Ph^ OCH2CH.C (O) Ph. O 
CH2 (4-Cl-Ph) . 0CH2 (3-Cl-Ph) . OCH2 (2-Cl- 
Ph) . 0CH2 (4-CF3-Ph) , OCHa (S-CFs-Ph) , OCH2 
(2-CF3-Ph) , OCH2 (4-F-Ph) . OCH2 (3-F-Ph) > 
OCH2 (2-F-Ph) . OCH2 (4-Me-Ph) . OCH2 (3-Me- 
Ph) . OCH2 (2-Me-Ph) . OCH2 (4-MeO-Ph) . OCH2 
(3-MeO-Ph) . OCH2 (2-MeO-Ph) . 0S0 2Me. OSO2 
CFa. SCHaCOaMex SCHsCOaEt. SCHsCOiPr. SCH2CO 
2Bu, SCHaCOzPen. SCH2C02Hex, SCH2C02(cyclo 
-Pen) > SCH2CO2 (i so-Pr) . SCH2C02CH2Ph. SCH 
MeCOzMe. SCHMeCOzEt, SCHMeC02Pr. SCHMeC02 
(iso-Pr), SCHMeC02Pen. SCHMeC02(cyclo-P 
en) . SOCH2C02Me, SOCH2C02Et, S02CH2C02Me> S 
02CH2C02Et, NHCH2C02Me, NHCH2C02Ets NHCH2CO 
2Prs NHCH2C02BU. NHCH2C02Pen^ NHCH2C02Hex. 
NHCH2CO2 (eye 1 o-Pen) . NHCH2CO2 (i so-Pr) . N 
HCH2CO2CH2P NHCHMeCOsMe, NHCHMeC02Et, N 
HCHMeC02Pr, NHCHMeCOa (i so-Pr) , NHCHMeCO 
^Pen^ NHCHMeC02 (eye lo-Pen) ^ NHC02Me, NHC 
02Et, NHC02Pr, NHCO2 (i so-Pr) . NHCO2BU. NHC 
O2 (eye lo-Pr) . NHCO2 (eye 1 o-Pen) , NHCO2 (i 
so-Bu) , NHCO2 (see-Bu) . NHCO2 (tert-Bu) . N 
HC02CH2CH = CHCH3, N H C O 2 C H 2 C H = C H 2s NHCO2CH2C 
= CH, NHC02Ph, NHC02CH2Ph. NHCO2CH2 (2-Me-P 
h) , NHCO2CH2 (3-Me-Ph) . NHCO2CH2 (4-Me-Ph) 
. NHCOzCHa (4-Et-Ph) , NHCO2CH2 (2-MeO-Ph) . 
NHCO2CH2 (3-MeO-Ph) > NHCO2CH2 (4-MeO-Ph) > 
NHCO2CH2 (4-Cl-Ph) , NHC02CH2 (4-F-Ph) . NHC 
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0*CHr (4-CF3-Ph) ^ NHCO2CH2 (2-F-Ph) . NHCO2C 
H, (3_F-Ph) , NHCO2CH2 (3-Cl-Ph) . NHC02CH2 ( 

2- Cl-Ph) . NHCOzCHi (4-CF30-Ph) . NHS0 2Me. N 
HSOzEt. NHSOzPr, NHSO2 (i so-Pr) > NHSOaBu^ N 
HS02CH2Ph, NHSO2CHCI2. NHSO^CHaCU NHSOaCHa 
CH2C1> NH S 02CH2CH2CH2C U NHSO2CH2CF3, NHSO2 
Ph. N (SOsEt) C02Et. N (CHzOMe) SOsEt, N (CH2C 
H = CH2) S02Ets N (CH2CSCH) SOsEt. NMeS0 2Me, N 

(S02Me) 2. N (SO2CH2CI) 2. N (S02Et) 2> N (S02Pr) 
2, NEtS02Et, NMeS02Et, NEtS02Et. N (Pr) SO2E 
N (C (0) Me) SOzEt. N (CH20Me) S 0 2M e . N (CH2O 
Et) SOzMe, N (CH2CH = CH2) S O 2M e . N (CHzCsCH) S 
02Me. CONHSOsMe. CONHS02Et. CONHSOaCFs^ 1. 

3- i^t^yy>-2--( 1, 3 2 --f 4- (Etoc 

(O) CH2CH2O) -PhO. 4- (MeOC (O) CH2CH2O) -PhO 
. NMeC02Me, N {CH2CSCH) C O 2M e , NM e C (O) Me. N 
HCHO, NHC (O) CF3. NHC (O) Et. NHC (O) Me. NHC 
OPr. N (CH2C = CH) COMe. N (CH2CH = CH2) C O 2M e . N 
MeC02CH2 (4-Me-Ph) . N (CH2C = CH) C02Et. N (CH 
2CN) COzMe. N (C (O) (tert-Bu) ) SOaMe. N (C (O 
) (tert-Bu) )S02Et.N(C(0) (2-MeO-Ph))S02 
Me. N (C (O) (3-MeO-Ph) ) S02Me. N (C (0) (4-M 
eO-Ph) ) S0 2Me. N (C (O) (2-MeO-Ph) ) S02Et. N 

(C (O) (3-MeO-Ph)) S02Et. N (C (0) (4-MeO-P 
h) ) S02Et. N (C (O) (4-Me-Ph) ) S O 2M e . N (C (O) 

(4-Me-Ph) ) S02Et. N (C (0) (4-Cl-Ph) ) S0 2Me 
. N (C (0) (4-Cl-Ph) ) S02Et. CO2 (ir^-^^ > - 3 - ^ )\^ 
) . N (CHO) CH2C02Me. N (CHO) CH2C02Et. N (CHO) 
CH2C02Pen. N (CHO) CHMeC02Me. N (CHO) CHMeC 
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0*Et. N (C (0) Me) CH2C02Me^ N (C (O) Me) CH2CO2 
Et^ N (C (O) Me) CH2C02Pen, N (C (0) Me) CHMeCO 
2M e , N (C (0) Me) CHMeCOzEt. N (CH2CN) S 0 2M e > N 
(SOsMe) CH2C0^Me^ N ( S 0 2M e ) CH2C02Et, N (SO2E 
t) CHzCOzMe, N (SOaEt) CHzCOzEt. CFa, CF2H, CH2 
CU CH2Br. CHBr^^ CH2OH, CHBrEt> CH2CHCICH2 
CU CH (OH) CH=CH2s CH (OH) CsCH, CH2CHCIOC ( 
O) Me, CH (C02Me) 2, CH (C02Et) 2> CH (CN) C02Me 
, CH (CN) C02Et, CH2CN. CH2CH2CN, CH = CHCN, CM 
e2CN, CH2NMe2> CH2NEt2, CH2NPr2> CH2SMe, CH2S 
Et> CHaSPr. CH2SCH2CsCH, CH2SCH2CH = CH2, CH2 
S02Me> CHaSOsEt, C H 2 O C H 2 C H = C H 2, CHaOMe, CH2O 
Et, CHsOPr. CH2O (i so-Pr) , CH2OCH2CSCH, C (O 
) Et, C (O) Pr, C (O) (iso-Pr). CH = N (OMe) , CH 
= N (OEt) , CH = N (OPr) , CH = N (OCH2C02Et) . C (O 
) NHMex C (O) NHEt, C (O) NHPr, CH = CClC0 2Me. 
CH=CClC02Et, CH2CHCIP (0) (OMe) 2, CH2CHCIP 
(O) (OEt) 2, NHC (O) CFs, 0CH2SMe. OCF3, OCF2H 
, OCH2CH2CU OCH2CH2CH2CK OCH2CH2CH2FX OCH ( 
CN) CH3, OCH2CMe = CH2s OPh. 0- (eVi^V-2--I';v) . 
O - ( 'J V > - 4 - , O - ( 5 - C F 3 - 3 - C 1 - li' >; y > - 2 - 

;i/) , 0- (5-CFs-t:*';v^>-2-^;l') , OCH2 (4-Me-2 - (M 
eOC (O) CHMeO) -Ph) , OCH2 (4-C1-2 - (MeOC (O 
) CHMeO) -Ph) , 5 - h •7;l':i-npt^;l/- 3 -^^ nn- 2 - tru 
:t- ^ -> , 5 - h 'J 7 :t n ^ 5^ ;l/ - 2 - tr V ^V' ^ V . 2 - U 5 v - :^ ^ 
V s 2 - fcT «; V? ;V :^ ^ -> , 4 - M V'J 1^ ^ ^ s 5 - a n - 2 - fef U 5^ ^l' 

6 - h ^7 ;v :t n ^ ;!/ - 2 - tf 'J ^ V , 3 - h V "7 n ;>{ ;l/ - 

2_kfi;v';y:^^->, OCH2 (4 - (MeOCH20) - Ph) > OCH2 (4 
- (MeOCH20C (0) CHMeO) -Ph) , OCH2 (4 - (EtOCH 
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2OC (0) CHMeO) -Ph) . OCH2 (4- (MeOCHaCH^OC (O 
) CHMeO) -Ph) > OCH2 (4 - (EtOCH^CH^OC (O) CHM 
eO) -Ph) > OCH. (4- (CH2=CHCH20CH2CH20C (O) C 
HMeO) -Ph) ^ OCH2 (4- ( E t O C H 2 C H 2 C H 2 O C (O) CHM 
eO) -Ph) ^ OCH2 (4 - (MeOCHaCHMeOC (O) CHMeO) 
-Ph) ^ OCH2 (4- (F C H2C H2O C H2O C (O) CHMeO) -Ph 
) , OCH2 (4 - (HCSCCH2OCH2OC (0) CHMeO) -Ph) . 
CH2CHCIC ( = NOMe) OMe. CH2CHCIC (=NOMe) OEt 
CH2CHCIC (=NOMe) 0CH20Me. CH2CHCIC {=NOM 
e) OC (O) Me. CH2CHCIC ( = NOMe) OC (O) Et. CH2C 
HCIC ( = NOMe) OC (O) NMe2, CH2CHCIC (=NOMe) O 
SOaMe. CH2CHCIC (=NOMe) OP (0) (OEt) 2. CH2CH 
CIC (=NNMe2) OMe^ CH2CHCIC (=NNMe2) O (iso- 
Pr) , CH2CHC1C (=NNMe2) OCH2C02Me. CH2CHCIC 
(=NNMe2) OC (O) Me. CHaCHClC (=NS02Me) OMe. 
CH2CHCIC (=NOMe) NMe2, C ( = NOMe) OMe. C (=N0 
Me) O (iso-Pr) . C ( = NOMe) OCH2C0 2Me. C (=NOM 
e) OC (0) Me. C (=NOMe) OC (O) Et. C ( = NOMe) OC 
(O) NMe2> C (=NOMe) 0S02Me. C (=NOMe) OP (O) ( 
OEt) 2, C ( = NOCH2=CHCH2) OMe. C (=NOCH2CH2Si 
Me,) OMe. C (=N0 (xh9iiKntr7>'-2-^;V)) OMe. C ( 
= NNMe2) OMe, C ( = NS02Me) OMe. C ( = NOMe) NMea 
2 3_^nn-5-h'J7;V*a>f-;l'-2-tf';-:^Ji'. 79> 

- 2 -'f -^^^ i V- 2 -'f 5-^^T3^ty ^>-2-^ 4-^ 
3 - 2 - -f jw. CH (CH2CI) CH2OCH2CH 

= CH24^1±CH2CHC1C (O) NMe (iso-Pr) 
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H^Me.Et^Pr> iso-Pr,Bu> sec-Bu> iso-Bu^C 
H2CH = CH2. CH3C = CH, CH^C^N. CH2CH2F. CH.CH2CI 
, CHjCHjCHzFs C02Me,C02Et, COzPr, CO 2 (tert- 
Bu) ^ SOaMe, SOiEt. S02Pr. CHaOMe^ CHaOEt, CH2 
CH2CH2CK CHzCHaCHsCHaF. CH2CC1=CH2. CHaCBr 
= CH2. CHMeCsCH. CHMeC = CH2, OMe. OEt> OPr^ C 
H (Me) CsN, CHaCOaMe, CHaCOaEt. CHsCOa (i so-P 
r) . CHaCONHa, CH2C0NHMe, CH2CONMe2> CHMeCOa 
Me . CHMeC02Et^ CHMeCOs (i so-Pr) > CHMeCONH 
2^ CHMeCONHMe. CHMeC0NMe2> CH2C ( = NOMe) OM 
e. CH2C ( = NOMe) OCH2C02Me> CHzC ( = NNMe2) OMe 
, CHMeC (=NOMe) OMe. CHMeC (=NOMe) OCHzCOaM 
ex CHMeC ( = NNMea) OMe. OCHaCOaMe. OCHaCOaEt 
. OCHaCOa (i so-Pr) . OCHaCONHa. OCHaCONHMe. 
OCHaCONMea. OCHMeCOaMe, OCHMeCOaEt. OCHMe 
COa (i so-Pr) , 0CHMeC0NH2. OCHMeCONHMe. 00 
HMeCONMea. OCH2C (=NOMe) OMe> OCHaC (=NOMe 
) OCHaCOsMe, 0CH2C (=NNMe2) OMe, OCHMeC (=N0 
Me) OMe. OCHMeC ( = NOMe) OCHaCOaMe. OCHMeC ( 
= NNMe2) OMe> 0CH2CH=CHa. OCHaC = CH. 0CH2C=N 
. OCHaCHaF. OCHaCHaCHaF. OCHaOCHa, 0CHMeCH = 
CHa. O C HM e C s C H *^t40 C HM e C = N 
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(7)\/^i*ttOiatS:fe*fet-JS^V>T ^ ^><*^7X:^ (Solanum nigrum) . a -fe > 
7"^:^^ (Datura stramonium)^KjX^^ fl^ i- (Solanaceae) 1^^. ^ 9- 

e (Abutilon theophrasti) ^ T V :^ ^ > :b (Sida spinosa) ^lc>ft^:g 
flhTy^^^' (Malvaceae) SS#:. )V /-^T iS t (Ipomoea purpurea) ^(DT"^ 
iftm (Ipomoea spps. ) ^ t: ffl (Calystegia spps. ) ^ K^^-^ ft :h \^ 

if'^^ (Convolvulaceae) ?t:^> ^ ^ tf (Amaranthus lividus) . T :t tf ( 
Araaranthus retroflexus) ^ t-ft^ $ & b (Amaranthaceae)$t^> t -t ^ 

^ (Xanthium pensylvanicum) ^ ^ ^ (Ambrosia artemisiaefolia) > 

7 'J (Helianthus annuus)> ^"^^iT^^^i; (Galinsoga ciliata). 3 ^7 

7-9*5 (Cirsium arvense)x J^u^i; (Senecio vulgaris) ^ ^ v 3 > (Er 
igeron annus) ^K^^^ fi^ ^ i^f^ (Compositae) ^ :^ iT (Roripp 

a indica) ^ J^^^iSv\/ (Sinapis arvensis) . "t^^f (Capsel la Bursapast 
oris) m\-^\X^'^ft^T'fy^^ (Cruciferae) li^l^ >{ 9 (Polygonum Bl 
umei) . y/N^^X-y (Polygonum convolvulus) # tftS ^ ^ ^ (Polygona 
ceae) S«:^> (Portulaca oleracea) ^ lC>ft^ ^ ^> V t: ( 

Portulacaceae)^:^^ n (Chenopodium album)^ n T * (Chenopodium fi 
cifolium) ^ ^^7^^ (Kochia scoparia)# t-ft^ ^ T * -9*^ (Chenopodia 
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ceae) Jt^. /^ n ^ (Stel laria media)^lcft^ ? tLS -t* v =J f|- (Caryophyll 
aceae)?t:f:^ :t t ^ y y ^) (Veronica persica) ^ $ 4 rf-^ 

■9-$h (Scrophulariaceae) y:^i^-^ (Commelina communis) ^iC'ftS^tt 

(Commel inaceae)$6i^^ yi^ Y ir J (Lamium amplexicaule)> ^ 
tVV^y^^ (Lamium purpureum) ^ iC'ft^ ^ tt ^ v V # (Labiatae) ^ 
^i^^y^y (Euphorbia supina) ^ :^ :t ^ '> ^ V »i7 (Euphorbia maculata) 
^^i^ti^h^yV^^*'^^ (Euphorbiaceae)$|:^s ^TJ^^Ai^^ (Galium spurium 
) . T*^ (Rubia akane)^lcft^$tLST*;^^ (Rubiaceae)^t:^^ >^ 5 U ( 
Viola mandshurica)^tlft^$ tts;^ ^ l-^ (Violaceae)*!:^. T > U :* ^> ^ 

(Sesbania exaltata)^ (Cassia obtusifolia) #Jrft^^tL 

(Leguminosae)$t^^O)i:»^:?: (Broad-leaved weeds) . »^V;V*' 
(Sorgham bicolor)N :t ^ (Panicum dichotomif lorum) ^ v 3 > V > 
^ y 7>. (Sorghum haiepense)> ^ tT^ (Echinochloa crus-galli var. crus-g 
alii) N tl^^^^tf-^^ (Echinochloa crus-galli var. praticola)^ ^:^tf-x. ( 
Echinochloa uti lis) ^ ^t:v>''^ (Digitaria adscendens) > i^vT^U^ (Aven 
afatua) ^ :i-liv'>''^ (Eleusine indica)^ y n n -9- (Setaria viridis)^ X 
X>< / -r ^> 5}? (Alopecurus aegual is)#iCft^ tt S ^ (Graminaceo 
us weeds) > J^'-^TsY (Cyperus rotundus. Cyperus esculentus) ^I'^t^^tt 
^ * 7 'J ^^-y-^Ji^i^ (Cyperaceous weeds)^O^ffi!lfflA&?t:$ (Cropland weeds 

J^V^T^)^ ^y:i'^^*:^ (Alisma canal iculatum) n :t ^ :^ (Sagittaria tri 
folia). U * 7 (Sagittaria pygmaea) ^Kf^,^-^ tl & t ^ (Alismata 

ceae) it:?: N (Cyperus difformis). ^Xif^r^V (Cyperus sero 

tinus). (Scirpus iuncoides)^ n 7 -f (Eleocharis kuroguwai) 

^iZ^0:^fLi>'^^y V i^^^fA- (Cyperaceae) T^-t (Lindernia pyxida 

ria) ^Hft^^tt* rf-vy 7N^^-9-# (Scrothulariaceae) n-^-^ (Monoc 

horia vaginalis) ^ i^Zf^m^ i^i ^ ^ ^ T t (Potender iaceae) ^ )^ 

Avn (Potamogeton distinctus) ^ icfi^ ^ tt * b A v n f4 (Potamogetona 
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ceae) ^iJ^yiT^ (Rotala indica)^ JCftS ^ * 5 V ¥^ (Lythrace 

ae) St^N ^Ay^yf::^ (Echinochloa oryzicola)^ \L:^9A^\L:x^ (Echinochlo 
a crus-galli var. f ormosensi s) ^ >f 3? Vf^c. (Echinochloa crus-galli var. cr 
us-galli) 7XBaj|:^ (Paddy weeds) tClSliS-C-^v^^Ii: :tj 

^ o 

:*:|&^ -fk-^ig^ 'Sb ^ J£ C T it^J t \t ft^ ^ ic i&ao ^ ^ ffi^ A^PJ > 

:$:|&?g'(b'§-tli:^S'^'ffiffi"^-5>OlCig^t Lv^I^:$^[iJi: LTt±. -CTx-i^. e^VX 
;V7n>i^;l/ (pyrazosulfuron-ethyl/ — , > 7 n > ^ ;l/ (be 
nsulfuron-methyl/— ^iS) , ^ 7^ y u > (cinosulfuron/ — IgiS) % -i 
V'y^.;V7n> (imazosulfuron/ — j^ife) ^ T A 7 n > (azimsulfuron/' 
— JK^) ^ u (halosulfuron-methyl/ — IK^S) , '"fV^'y 

' ^u-n' (pretilachlor/ — > ;^ ■/ n * ;P y (esprocarb/— ) . 
tfyVV-h (pyrazolate/ — ISife) > K'^V^v^iV (pyrazoxyf en/ — 
, ^>yyjci-v7^ (benzofenap/— , ^-f A n > (daimuron/ — 
i&) , •rn.^ET'-f-F (bromobutide/ — > -r-fuT-V K (naproani 1 i de 
/— IfiiS) ^ ^'nptyni'T' (clomeprop/-|S:^) > CNP ( — , u 

Y 'if- i/ =. }V (chlomethoxynil/ — ^ \iy x. J v 7^ (bifenox/ — 
) . :^ ^ >^ T V > (oxadiazon/-«feife) , -9- T ;V ^ ;U (-^ife) > * 
(cafenstrole/ — ^ :t^-9--:^^'n^>}«> (oxaziclomef 
one/ — «S:i&). V •^>'^^>''7r> (indanofan/ — ^ \- ^^^/y (pent 

oxazone/ — , 1;° U 5 y ^ Jl' (pyriminobac-methy 1/ — ) , 

}\uii^v -f-r^ (cyhalofop-butyl/ — ^^S) , ViVh^^f^K (fentraz 
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amide/— s ^^x-^-bvb (mefenacet/ — jK^ ) , 9 if u - )V (buta 
chlor/— IfeiS) ^ r-r-f^n-^W (butenachlor/— > -J^^y^il^ (dith 
iopyl/— > '^>7l^-lr-b (benfuresate/ — ^ tf ' J ^ ;V r ( 
pyributicarb/ — ^ > ^ 7" (benthiocarb/— ) ^ i^^lf^ 

V-Y (dimepiperate/-^^) , ^ 'J - > (mol inate/— ) ^ 7*3^5 7 
* y?. (butamifos/ — ^iS) , ^ > if "a y y i7 (quinclorac/ — IS::^ ) ^ 

(cinmethylin/— ^ife) ^ '> > h 'J (simetryn/ — > 'OJ^ U 
K (bensulide/— JKiS) . f 'J > (dimethametryn/— jSKsg) . MCPA> 

MCPB^ :r. Y -r^y XT =- Y (etobenzanid) , i^S.}\/u-y (cumyluron/— jfe^) , 
7- =. }\/ {r u — (thenylchlor/— ^Jfe) ^ :i. }■ ^ 'y X )V7 u y (ethoxysulfuro 
■> ^/if'^^'y (quinoclamine/— , ■^VVe->^n> (benzo 
bicyclon/-|£^) > \£^)y^VV (pyri f tal id/— ) , tf ;^ kf V 7 ^ (bis 
pyribac) , HSA-961 m^^) . T-0^>?. (ani lof os/-^iS ) ( 
^3&*abtf <b*tS„ 

m.^v. '^\zmmKs^*)^'mm^m. ^m.m. mmn. m^n. nmm±m. m 
, ^m. *.fp»j> tkm. ss«i7K^psiij> hjstIc^sij, mmn. %mn. 

kzxmm^z^-f h :l tii'm^:i>. tits mti'itRz/^^n^±<^m,^.7!i^^. ±m 

vt/n-'N'y — ;u#<j9t;1'3-;1'M> ^vV>, r^v^^v-^^-tf >;&l^'7;^^;^■^• 
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#ffifStt^J t L T fi . 011 X. si* U :^ ^ V -a:- -9^ T ;v ^ Jl' -x - f ;i' , 'i^ U :t ^ 
>H U * ^ -> J^-^ > U * ^ -> -i/n tf V v n 3 U -7- ^ ^V:ir 

^;i'^>'-if >7.;V5^ ^S^iS^ r A' ^ ;i' x ;u * a >'^ 

. ^ 7 V >X T;^^^^•:^ "7 > -'I'Jl^ vii^:^, •:^ 7 V > ;^ 

^tL?>#Mfett^J<7)#>t»f±. J|#tc|Jg^$tL^ <)Ot»{i35;v»;J?, 2^|§^<7)S!i^J 
1 0 0 iaSISlw^:* L. ii-^O . 0 5 ~ 2 0 MaifRfiOlEH/i^M * tv^o S Jt. ti 



0 . 



1 ~ 8 0 SR 



5-98. 9 



1-1 0 $15 



0 - 5 
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0 . 1 ~ 3 0SI5 

4 5 - 9 5 U 

4 . 9 ~ 1 

0 ~ 1 0 f B 

0 . 1 ~ 7 0 
15-98. 89S 

1 ~ 1 2 SB 
0 . 0 1 ~ 3 0 S5 

0 . 1 ~ 9 0 ^ 
0-98. 9m 
1 ~ 2 0SI5 

0 ~ 1 oas 

0 . 0 1 ~ 7 0 SB 
20-99. 99iaS 

0-1 on 

0 . 0 1 - 8 OSB 
10-99. 99SB 
0 - 1 0 
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sjcUggik-g-tJ 0 . 0 1 ~ 3 0 g|5 

65~99. 9965 

'65ffltc|^LT{i±lB^^iJ*7R-e 1 - 1 0 0 0 O^K^mLX tfzii^m-^-fiz 

. ^t^^^a-JS* 1 ^-Jl/ (ha) mtz^ 0 . 001-50 kg^^i^tL<{±0. 0 

o 

3|s:||§g'fb'&tlN 0.1 20^ 

/■i^uy^^yfh 7 6M 

5 0 3 9 2 S15 

) ^ffu^) 

sIsH^-fk-^tlN 0 . 1 5IH5 

!✓ > 7 5 

V ;U - ;V 2 6 8 0 5 

) ^p°n^) 

JSi _h =^ ±^ - zs t r ft 5|iJ ^ 1- -s o 
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^f^m^t^kubiii 0.1 2 5 SB 

7 ^ V_ ;V S - 7 1 0 1 0 35 

^^■y 9 y-ffJ^ 0 . 2 SB 

6 4 . 3 95 

:*:|&0^'fb-^%N 0.1 7 5 §5 

. m^^m 5 D ® 

:*:|&9J'fb'g-!ilN o . 1 -5§B 

;V ^' 4 5 IS 

iW.'kn 6 D 3& 

^^^H^^-fb-a-il^N o . 1 3 135 
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33.3 c m'(0;^-f-n -JP* y •ffp\zif^m±m'S: Xtifz^. 7lc * Xttrm^D 

y h 2. 5 ^ISi W *^*t L/c e 'i* y h * 2 5 ~ 3 0 "C<^ 

33.3 c m'(7);^-^D \iZi^m±mi: Xtifz^. tK?: AtvctiSl LtIc 

5 ~ 3 0 "COia^l*ltcSv»-Cfil^*W^ /ei, :^^^;i/-f, 3:^^:*^l--2 

:^?tm<t^<^(oyi(.mmi:>i^xi!kw.LxmmLt:o iskm^smmsK. ^mm^iz 
•to 

SSi2 1cm. « 1 3 cms $ 7 cm<D ^ 7 ^ ^ ic^B L y::#^«±^ 4r A 

cmiS±t7tit, *?5!7^^1:>&^Bir^«^#J-^t J: 9 \z±mmM^A-^m.::^-:f V -X 

ii^~\zw^-M\^-tzo %M(^'^<ommt. itifBse^fo 1 tern tt;^:7Xfn 
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UK 2 1 cm. «l 1 3 cm. SI $ 7cm<7J-/9^^«;' ^ Sii^ L :^^St±@l* Att 

, ^fV/^, j^y 3 n ^j'-'fj-. f =7 V if "7 >. -ff-^^. f9i7^^ 

7 it ^ ^ \ ^ . '>n-9-\ ^p^^-f, :^:t'l'^y7^*';.^>='-^. h>?-=en3v', 

A (y . B ^ ;v-f ) > C . D (^tv/^*) > E (j^ynn 
^^■9-) . F (?t79:^A^) . G (^7 . H (-^-9^^) . I 

•9-) . J (T:e-r'f h •J') . K ('>D-*f) . L J? ^' f') > M y7 

^^'J) . N . a (J^*a-f:f) , b (b^7*n3->) . c (^^>fX) . 
d (7 s e (3 A^) , f (e- 
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1 . * (1) 



X 



[5^4" > Q-«5S: (2) : 

,2 d2 






5 R" 






r" r" 



, Ci-C.7;L'='df^vCj-C.T;v'^;V'*, c C 4T;u^;v-^:^ C i- C.t;v 
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c 1- c D r ^I'^^'i'Ss c i - c < 7 >'v^;i';^ ^^=^->^> (Cj-c< 

Xt±;jcflll^^ C C4T;v*;vS, C .- C 4>'M3 7 C.-C47;v 
C 1- C^^vn 7;!/=' * vS. C 1- C47;v*;v-^:r^, C>-C47;V 
75^3I^ c.-C.7;i'^;i'75y||. (C.-C47 

Jl/^;V) 27 ? / t> 

tliZ'HCRb*«L> Z ' 7b« C R b Sr i: §liZM4^^ 

RbtiTlcilli^. /NDy>j®:j^. C .- C47;i'3^->^, C.-C4/Na7;i'3 
^->^4yi{i->7>'S*^L.x 

C .- c 47;^^-'^S^ C i - C « 7 ;v 3 ^ ->S> C 1 - C 4/^ n 7 ;i' * >S> C- 
C4VNn7;Vn^v*. C C 4 7 ^l/^ ^i'^ C . - C 4 7 -«/ ^ ^u:^ * - 

c I- C47;i'3 ^->c C47;v^;v*. c,-C47;v3^vCi-C47;v 
3^v*> C2-C87;^>>--;^*^ c 2- C .7 ;vdr-;i'^s > U ^ U 
C.-C47;^^;^7 5 y*. ( c . - C < 7 ^ 27 5 
-g^^ ttSI "7 ^ - :* .'^ :t ^ ->^. fi 

7j.^;v-L-NH> ii«|-7:i.-;u-l-S t;^;i±C,-C4 7;v^JV0C (O 
) -L-0*^Us 

RM±*^ir^^. ^NnyvM^, ;i'7^ ^'lis '>7y3£. i^nn;;^;!';}. 

-'f;v^. 1, 3 - v^^^>- 2 JV*, c .- C e7 ;i'^>'l'S> Ca-CsV 
^n7;v^;v&, C 2- C87;V'>---'^*x C 2- C nT ^ =■ Cl-C8/'^^ 



- 166 - 



wo 01/68613 PCT/JPOl/02158 

T;^^;^S^ C 3- C 8>'^ D-J^y i^^' n r ^i/^^i^^. C 2- C 8-'^ n 7 ;V'^:=.>a£. 
urn^^n^) * R'''0> r"'-l-0. r"*c (O) -l-O. 5 

v£> 4 - U i^;!':^-^ 5 - n n - 2 - e U ;v * ^ v fes 6-h';7 

;u:^-n^-?^;i/- 2 - tf >; y;^:^-^->»^ 3 - b V 7;u;i-D 2 - e vJV- 

*^->*^ R'-S, R'-'NH. R"OC (O) . R^'R^^NC (0) ^ R^^SO 
2NHC (O) , R"OC (O) -L, R"R'^NC (O) -L, R C (O) 
R'^-L. R^'OC (O) -L-0. R»'R'»NC (O) -L-0, R»'OC 

(O) -L-NH^ R"R**NC (O) -L-NH. R^'C (O) -L-NH> 
R''OC (0) -L-S. R'^OC (O) -L-S (0) , R^'OC (O) -L 
-SO2. R^'R^NC (O) -L-S. R'"C (O) -L-S. R»^S02NH 
. (R^^SO^) aN. R^^S02 (R^n N. R^'OC (O) NH, R^'OC ( 
O) (R^^) N, R^'OC (O) -L- (R^ = ) N, R'>R'^NC (O) -L- 

(R»») N, (R»») N, R'-R^^N, R^-'CONH. R ' * C (O 

) (R**) N. R^'ON = CH, (Ci-C^TJV/n^^/) 2P (O) -L. R*" 
0-L> R'^S-L. R'-NH-L. R"R»*N-L. R " 8 (O) -L, R 
SO2-L, NC-L. R'-COi-L. R'-C (0) -L. R''R»'N-L-0 
. R^'R'==NC02. (R»*0) R^'NC (O) -L. { 2 - ^ u u - 4 - ZT 
y ,j Y'-2-4)U) C>-C4T;V^;t/S. R^«-0-N = C (R") -L-0> 

R^>oc (o) c,-c.t;v^u>-o-c ( = nor'') -l. r'-'c ( = n 

ORsa) _L-0, R^o-O-L-O. R^'O-C (=NOR^«) -L. R^'O 
-C (=NOR"') -L-0. R^'O-C (=NOR^'') -L-Ss R^'O-C 
(=NOR**) . R»'R^*NC (=NOR="') -L. R'»0-C ( = NNR''R 
'*)-Lx (Ci-C.T;v^^^)3Si-L-0. (C,-C4T;V/^;W),Si- 

RMi7K#M^=-s i-Kadfe/36, -Yu^^ T5y3&. 

^^i/^T'hS. C I- C .T;^^;^S. C 2- C sT jv-^ - Cz- 
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C,T;l'^-;^^^ C , - C 4 t ;v a ^ C . - c .^^d 7 Ca-Cs 

T )V^=.fi^yt-^i/&. C2-C»T — 2, 3--x-*'^v-2-->« 

C2- C8T;^^-J^»^ C C 8^^^ r C2-C8^^^T 
C2-C8>'^^T;^^-;^*^ ( C i - c e T ;v ^ ;i' ) 
(C »- C.>'^nT;v^;^) *;v:3?-;i'*. *;V'?;v3fe. '^>VW;^^^ ^jc-^-i/ 
C 3- C ^' n T;i'4r;uc 1- C <t;1'^;1'S, C.-CiT^i^a^vCj- 
c^T;^=^;^^^ c c ;w 3 ^ (c C ^'^) 
, c c 6t;v^;v>^jv*-jv»> nc-l. r"oc (o) -l, r''r'*n 

C (O) -L. R'^OC (=NOR^') -L, R»'R"NC ( = 0R") -L, 
R^'OC (O) -L-0. R^'R'^NC (O) -L-O-s R^'OC (=N0R^» 
) _L_o, R^'R^^NC (=0R"') --L-0 1^fz\im.^y^-)^-'L^m.L 

R ■''{i;ic^is^, ^^^r>m.^. c i- c 6t;v^;^^, (Ci-C4t;i'3^-> 

R'Mi2K^J^^^> ;w sK ^ ^ K a ^ -> ^ Ci- 

C67;i'^;i'*, c l-C6>'^^T;^^;^*^ (C 1- CeT/i'^^i') *;i/53?-;i/^ 
, c .-c.t;v3^vC,-c.t;v#;i-^> c c .T;i'^;i'f-:*- c .- c «r ;i' 
c I- C 4T;^^;^;^>'^*=-''^c C 4T;v^;1'*. (Ci-c.tjI'^^ 
v) (C i- C4T;u^;v) T 5 * ^V'J^*- Ci-ctju^ 

JV-CB (OH) ^ C2-C.TJl"Jr-;i/-CH (OH) , C 3 - C s v iJ' n T ;V ^ 
;v-CH (OH) t^t± (Cs- CsV^ nT;i'^;u) * 

R'M±;ic^li^, .'NnyviE^, T5>'llx C C ^7 ^ )^&. Cl-C6^^ 
nT;v^;HI% C .- C 6T;i/3^v^s C 1 - C e 7 -O'^ ^I'f- « C 1 - C . 
T;i/3^v (Ci-cO T;^^;^&^r^L^ 
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R", R'\ R"^ J;y^R"'t4-?-n-rtL3te2lLT7K^ll^* fwtiCj-CsTJV 

R*'{±;dc|g®^, C ,-C6r;^^;^»^ (C i- C 6T;v^;v) *;v#-;v»> 
(C . - c t;u^;1') ;i'**-;i'S> (C i- c 6T;U'3 + v) ^^i^i^^Ji^S 
^ C »- C 6T;^^-'^^-'^*->'^S^ c , - c n r ^ ^i'^^ * - J^^* '± C 
,-C4T;v3^vCi— C4T;1'^ * ^ L , 

R*''^i*^M^^ c J-C5■7';^*;^*^ c , - c d t ^i'^;^*^ tKa^v 

R«M±*.lll^s^> /Nur^m?-. c .- c 67;i'^;i'»x -hn^, r^ym> 
S'T y S> -«'*^ (Ci-c.t;i'^;v) *;i"K-JV3fe, (CI-C4^^^T 
Tb;^^*-;^*, v^v^, ( C ,- C 4T 3 * ->) 

R»''ON=CH*7^:{4R"'ON = C (C,-C4r;i^^;V') 

R'MiTK^M^. C I- C 8T;v^^v*. Cs-CsvtJ' a7;^^^^S^ C2-C8 
Tjv^^ju^. C2- CsT;v*^;HI^ Cs-CsviJ' n7;v'^;vc ,-C4t;v^ 
c I- c«/^nT;i'^;i'*. C2- c ./^^T;^^--;^»> c 2- C .>'>n t;i/ 
4 -y^' ^ y K- 2 --r 5 -^^^ y V- 2 A'm. e- 

U F- 2 - (C .- C4T;i^=i^ v) Ji'sK^JVft. (C>-C4 
C.-C4TJl/^^*, (2. 2-yp<^;l'-l. 3 - ->* * * V 9 > - 4 - 

^f■;^ft^ (c 1 - c 4T ;v a c c 4T 2 c >- C 4T -'i'^ 

b 7 >*n >- 2 ^i') Ci-C4T;i'^^i'*^ (79>-2->f;v 
) c I- c 4T;i'^;vS. C2-C8T;v^~;v:t-^->Ci-C4T;i'^->i'*, C2- 
C8T;t'^--'«^^*vCi - C4 r Ci-C4^>nT;v3^vCi-C4T 
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;v^;u», m.^y :>L:=.}Vt^i/C i-Ci7 ))^^)^&. C > - C w^ n y ju 3 dp -> c 
^ V c 1- c 4T;w^;v*. c c .T;i'^;i'-f-^ c 1- c 4T;V'^;y^, ^oi^/u 

^ -> f- xb^tiKnfe:^>-2--l' -'l'*. # v- y =^A^^^ ;^ ^ v 9 

- ;i' p< -5" ;v*> -r b 7 K n 7 9 > - 2 - ;v*> ( C . - C sT ^ Ji') ;i"J^* 

vT/ C Cs7;i-5r^;i/^, ( C i - C . n T ^ ^i-) 
.W.^y^-}^^^ h 7 >'n 7 V >- 3 ^i') C J- C 4T;1'^;vS. ( 
3 -^^;i':j-^-fe^' 3 -W" c 1- c.t;!/^;^*. (2-trn»;K>'-i 
->f;v) c .- c 4T;v=3f (c 2- c 8T;i"5^-;i') * ■«'sK-;i/3ls (Ci- 
C4T;v3iir->c i-c<t;^^;v) ^^V^-;!'^. -rVvtKa^^V-S-^ 
;v». c I - c 8T ^I'^^i'X ;^5^-;^*> c c s/m^ T;i'^;i';^;>^'-f:-/J'&^ ( 
Ci-C4T;v^;^) — ^ c 1- C *t;1'^;V'»> (C 1- C 4^^t3 t;v 

a^i/) * (gj^ jxr T ^> J: 5 ^ 6 * -^t- ait) Ci-C^ 

m> (x h 9 li KD 1^9 >- 3 --f JV) C 1- C4T;^^;^*^ (x>7liKn'^' 

R"i±*^]g^. c .- c «t;v^;1'S> C2- CsT/u^-;!^^. Cj-c.t/i/ 
C 3- C 8 V n T ^v^^i'lfe, c 3- C nvi' n r C >- C ^t;!'^ 
;us^ c . - C 6^^D T;V'^ C 1- C ^T-'Wn ir V C 1- C 4T 

^ ^ V- 3 --f ^v^^ c I- C 4T;^^;^T 5 ( c i - c 4 r ^i^^^v-) 2 T$ 

y^, c >-C4T;v^'; f ^-f ^ 1lm$^^"Cv^T i •^^ 
(C 2- C 8T;^•^'--'^) ^ + v * ->i'**«=-^i' C i - C « 7;i'^;^S> (Ca 

- C sT :t-^->* ;VjK^;VC 1- C .T^l'^^l'Sx (Ci-C^ TJVn^ 

v) j&>**-;i'C 1- C^TJi'^JV*. > 5 t Kn 7 7 >' - 2 - 'f ;v) Ci- 
C4t;v^;v^, (c .- c 4T 5 ^ c i- C47;i'^;v3l> SJft^it-c 

v>T*>iv^5 5i^ib6M-^7-a:^. C2-C ^^^xi T ^ - }^^t.fz\t C 1 - C 4 7 ;V 
C , - c 4 7;i'^;i^S?r^ 
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R»ni*#MHF, Ci-c» 7J^^)i^m> C2-C8 t;1''5^-;1'^, C2-C8 

T;V^-;1/^, Cs-Cs -> ^ n T ;W ^ ^ 1 3^ {± C 1 - C e-'N n t ;i' ^ ;H6 * ^ 

R»MiCi-c.T;v*;v^, c T c 3- c s v n r 

R'*t±c.-C.T;v^;v^. C *- C *t;i/'5^-jv»> C2- c .t;v^->w*. 
C i- C T;^^J^*^ C 2- C a r ;V'5r - C2-C»^^^T;^^-;^ 
vry c.-C4T;i'*;i'». c i - c ,7 )i^=' ^-y C ^ - C < T;^^;^*^ < 
C I- c 4T ^ v) 7I7 ( c . - C 4 T ;v =1 ^ ->) A;v**-;i'Ci- 

c 4T ;i/'^;v'»> (c 1 - c eT ;v^;i') (Ci-Cs 

R"iic i-C6t;1'^;i'*. c a- c 87;v-5^-ji'^s c 2- c 8t;i/^-;i'*> 
Cl-C4>'^o7;^^;^36^g^•7Jl-;^&4)t^±««l7i-;^Cl-C6T;^^J^ 

R»'JiC.-C6T;l'*/i^^t ^li (C 1- C3T;1'3* v) c j- c « 

R'M±7K^Ii?•^ Cl-C6TJ^^;^*^ C 2- c eT C2-C8T;w 

R "fic 1- c sT-'W'^^J'^x c 2- c 8T;1'^-;1'*^ c 2- c 8T;^^-;^*^ 
(C .- c 6T;i/^;i/) ?&;v**-;u^> (C i-c 6T;1'3 d^i/) C 
,_Ce7;i'^;v>^-'V'*--'^*4^t± (C .- C4T;W3^v) 2P (O) 

{i (C 1- C iT^vn ^->) *;i/5K-;H&t'i-oT®^$*trv>-cfc J;«/»Ci-C6 
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rJl'^Jl'S, C 1- C T^wa ^ vS> C i - C *T fi^ ^ )^ - )^^^ (C 

i-C.T;1'^;v) (C i- C «7 n * n^C i- C 

v-^, OCH (CH3) CO^H. OCHjCO^H. (C.-C.T;V3 
^v) ^pv*'-;!^*. c .-C.T;v:3^vCi-C4r;i'=i^v*> (C1-C4T 
)V=t^'yCi-CAr)\^='^'y) * ;i"K-;i'C >- C .t;w=? ^ v«^ (C.-C4T 
^ ^ JW;^- it- V C . - C 4 T ;v 3 ^ v) * ;v - ;v c . - C 4 T ;i' 3 ^ v * ^ ( C I 
- C 4 T ;v ^ - ;v * ^ V C 1 - C 4 T 3 dp -> ) :^ ;v .-Kn ;i/ C 1 - C 4 T ;l' 3 ^ V ^ 
$7t{± (Ci-C4>'M::fTA'3^->Ci-C4T;l'=i + ->) * Jl' C j - C 4 7 

T5^*. ;!7;i/5K^'>;vS, tKD^->36, C 1- C 4T ;i'^;i'3g. C>-C4 
T;^Dd^->S^ C 1- C 4-'^^ T;^^^^^. C 1 — C 4>'n n T 3 ^ Ci— C4 

T-'L'^;!^;:^ ;^'i^->'^^> (C .- C4T-'i'^;i') {c>-C4t;i^3 
^i^) ;v**-;VC 1- C4T;v^-'V^^ OCH (CHs) CO2H, OCH 

.2C02H*fct± (C .- C 4T;V3 ^ v) * ;usK-;H6l^ i o t:'tt^»::tt^$ ^-c 

2. R a 75^C C4T;^^;^»^ Cl-C4^^^T;^^;^3I^ ^»*C.-C4r;i'^ 
;i' 4^ — ;u S * ^ L s 
X*«7K#1I^. C.-C4T;l/^;l'^tyitiT ? 

Z 

Z '*«C R b *^L. 

R "t&^tK ^ /I "7 •;'^J©^*^b> 
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INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JPOl/02158 



A. CLASSIFICATION OF SUBJECT MATTER 

Int.Cl'^ C07D239/36, C07D239/47, C07D403/04, C07D405/04, C07D413/04, A01N43/54 

According to IntCTnational Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 
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